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(54)5-AMINOISOXAZOLE DERIVATIVE 



(57) Abstract: 

PROBLEM TO BE SOLVED: To obtain the sub- 
ject new compound having excellent inhibitory ef- 
fect on P38 MAP kinase especially activating a 
certain kind of transcription factor, and useful as 
a treatment agent for tumor necrosis factor(TNF)- 
a-related diseases, interleukin-1 -related diseases, 
cyclooxigenasell-related diseases, or the like based on 
the above inhibitory activity. 

SOLUTION: This new compound (or a salt thereof) is 
represented by formula I (X is H or a halogen; R1 is 
H or a lower alkyl; R2 is H, an organic sulfonyl or 
the like; wherein, when X is H, R1 and R2 are each 
not H at the same time), e.g. 3-(4-fluorophenyl)-5- 
methylamino-4-(4-pyridyl) isoxazole. The compound of 
formula I where R1 and R2 are each H is obtained by 
treating an aldehyde compound of formula II with hy- 
droxylamine (salt) to form an oxime compound, which 
is then halogenated, and the resulting halide of formula 



III is then reacted with acetonitrile. A dose of the com- 
pound of formula I is pref. 0.1-2 mg/kg. 
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3$+. xittmxw^wyymttMthL* r 1 i&km 

Y 

II 

- C - W - R J - 

r 1 rvr 2 nmmzymw^mh^^ 

[|**IM2] Xj&»#*«FF, 4-7/^aIX!J3- 

[11*313] X*S4-7^nSXU3-;nolS 
£i*>U B.-3R 1 MR 2 

il l mmco 5 - T 5 J A V *^/-;HR**X(i* <o 
[ 1**314] R 1 ^a^^lf^JB 1 fBttW 

[ff^IlS] R 2 *i 
Y 

II 

- C - W - R 3 i 

zmirrm^m 1 temo 5 - r 5 y a v ^v-^mm 

[|**JB6] R3 T»$ti£#»t*^\ HfiiL 

< iz^mmxmm 1 1 < te^t&fn^itittt 4h«»rx 
immn 71 mm t l < (i^smT-'tssi «, l < j±^ts 

L<tt*gi«7;K^, 7;wy-/K 77i^r-;K ^ 
^a7/K/K ^yt?T/py-/K TU— ;K 3?fit^y 
n7;K;«l^ tn7;W/Ht* & lff$£ 6 fBife^ 



[ If^IS ] WMi> L< (±*«^^H«S^»tio ft 

saasniatK^Kt'fbicsati: lt ^x t> x \ »m* 
ii 6 iBtio 5 -r s y >r y * ^/-/imsmxit^ 

[|**II9 ] WM*}>VX->vmifi. mmh t < «*a 
mc0T/U^ )Vtt is A >V#—)V . T/t^/l^ /I^d? — ;ix 
lir U /l-ST* Sit *il 6 IB»^ 5-7* 

y-f y^^y'-;H^##:X(i^oJS 0 

[|**ill 0] R 3 TftbSfiiWaHfoi^ S#tt> 
L < lttll^7^^-;i/, y^nm^XI±7 'J 

jftmtt, n, oatfs*>4>atr*i4^-rnK^ix(i 
2 fi-^r LB.o— owaw 5 t, l < a 6 ^-c* s*ai 

^/ktf^Xfiy x — ivmx'fo h 6 IS 

m<r> 5 -r s y -f y^"r/-;i^NMkxii-€-tf*!6. 
[ff^il il] KAi> L < li*f«07;^;k, i^y 
nr;^;l-X{iTU-;ka*\ 0^ny>M 

iVX^^m.. 7 , J-M;l'^t J fyi < 7'i-W 

^y^/i-^-^-a. ru— jvtiiv^.— jv^^ tu—ji- 

wsyi, «7;i^y-f;i/7sys, ru— jvfi 
iv-tf.— jut 5 y a, T^)v^)u^iy^ju^—)vr s y 
^7/^3^ y^/i/,f-^7 $ yi, N-i&mr/i- 

77;i/ J f/i/t J fy*;^-/H, */^^>f;^ i&ffi. 

r;i^;t«, rv-ium (;«7 l J-;iili^CJ; 0 
^ny->ii^. «7;K;ii. ^ny->it.ffiMT7^ 

fgMT;l-3=3r^S. «7Ml/>'y^yI, 
t h'n^fyl, M7/l/*y'f^^yS, 7S71, 

ffissr/^^rsy*. y«7/W7sys, wn. 

T>Vi) JA ;l/7S/i, 75M ^ 

«7/l/n^ y^;P^-^7 S h n 

mfrkm&xh i~3Mosis-c»$nTv^T^j; 
t m& t r v t> ± v t> l < (i - gfecoft 

lot L< {i^ffiftSasafeSS ( ; 

J; D^^cy'VIS^-s fi»T;Wf;k«, ffi^T/Pn^^S 

sv- h niA^nmi. 1 1 l < ii 2 mcommmxs. 
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y*. y«7;l/WS7i. «7/l/*y^^75 

§n-r v^t & i v u -/p* t^b-tfn*^ i o mmco 

5-7S7^f y*ir/-/MB#«OU4*-tf>fi. 

imsem 1 2 ] am l < t±*«i^7vi^/i^\ 
T)\>*)VT$.ym^ yfii7;^;i/7sya, 75;^ 

M ;3 fy*M;-;l'7Sya, fiI7;l/3dfy^;|/4f- 

/yrsyas. N-fiRr;Wf^-N-ffiRr;p3=¥>'* 
fiir/wy^w^yi, 7S/s, fii7 

1 1 L<{±2 fl3*)H8l£*CB8tS ftT t «fc ^ ) RV 

T W£ i i V >ffittT/Hf /l<*"C&4il*3B 1 1 IBtKO 5 
-757^ y^y-fl-fWWtcXtt**)*. 

XJ47 U . sfeWftwiOlf JR-?»D&» 5 - 7 fflo^ 

r 'j -/i^**b-t»*3H i i IBttco 5 - r s y-f v * 

g7;l/*y^f^^yl, 7S7I, (£S7/K^7S 
y2£, yl»7;i^Jf;i/7S71, ffiRTVi^y-fA'TS 

# A^^l^ERtf - h umfr$>Wl£ixh l - 3 l^ii 

mx-mm $ ^ t t i v vaasafcsas-c & & it 3<if 6 ib 
no 5 - r s y-r Y-ji-mmfox&z <m&. 
m$&. i5] a«t fc l < ii*affit^a3Ba^s*j. 

1 W) T^JV^jV^^ i^^f^-^XHW&TJl- 3 3r 



5t> L<Ji6HSfC*o-C, ^y-«fy^t«^LTV^T 
i> =t v ^ig^ t> t < (i-SS^f&fn € L < ICTttfttil* 
ss^st* h M&g 1 4 ie»<o 5 - r 5 y >f y * -9-y - 

[ If *H 16] S& fc 1 < ti*K§IO« 771^71^ 
i^CiHHn^yS, f«7;PrJ^i-S. 757 

as. ffi8fcT;^/uT$yax{iry-;m (<r^ry- 

/l/»;WtefcJ: O^nyyflFP. fiRTA**/!**, 

as, <mcr)Vi] ; 4 )V-**i/m, rsyas. ffiRr^a 
asTg^s fix I, vc t ± v ^ ) x-wmztix j: \ ms 
^vje^. f«r;^^as. iir/wifyi, tFo 

=¥^38, T5y3£, ii7;i/3^fy^;k^ ;kT5y3fi 

ivmx-fo h 1**11 1 0 iBtfe^ 5 - r s y >f y Jfty-;i/ 

[ If *II 17] am t> L < (±*W««0fi»T7l^f ^st 

i/#Jl>tf-J]smxiZWM h L < y x 

^^/^^•^ix^ix^amcOffiMT^^^^^/P*- 

;«x{±*aji^7 x —>vfi n-7^—}vm i^h-tmsM 
1 6 i£m<r> 5 - r s y -f y ^ -^y'-zn^frxii:^^ 

-^s a^-rif 1 ie«<z> 5-7$y^f y ^-f y-;n^ 

«*X(i^-<7)^. 

[li*^ 1 9 ] if^ii 1 ibkot^ ( 1 ) co 5 -75 y 
>f v^y-^imi^xn^^m^^m-^t tx^ 

~thZk ZWtikb^-h P 3 8MAPJff-(fI^, 

0 ] If^if 1 IBtt05$ ( I ) CO 5 -T 5 y 

a v*y-y-)i-mmfoXi±zcoi&$:w$)f£-ftt lx^ 

OTiy^n^^y^-^ 1 1 mmm&coimffl, 
[if*H2 1 ] wmmm=F- amm&. a 

xnis?x3**isyi— tf 1 tmnivu 

IDS. dUUtttsKai. F»WPf», fWSffe, MS. ^ 
»tt*BfflMl3E, BCJfil?£. DIC. ^^tt-S-MH. ^a- 

[000 1] 

[ ^B^fs-r & sw^-if ] ^mi±mm^ 5 - r 5 y ^ 
P3 8MApjft- if (csBP^ft- -tf) mm 
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#m&v*ta£m-3<mmmGBFP-a (ot^nf 

-a j fcv^d ) , y^-u-f^y- l (i^T r i l- 
l j k ) . -f y*— n>f =*y-6 (OT r iL- 
6 j fcif^) Xli^nsj-^^-^— if I I (WT rc 

ox-in t^a) m<7)&mmf¥m^Lxi5*). 

TN F — a Wiljfeg. IL-1 RlSSgH^ I L - 6 MM 

mmxncox- 1 1 mm^Mm<^>mmmb tr^mx 

[00 02] 

imMcO&ffi] TNF-a. IL-1, IL-6SVC 
OX- I ±|C7?07r-^ *?t*>*fi: 

TNF-a^)BBftRA<0 

[0003]ffiJ, *fr^<JD«^tfOJ|fflffi|*ItfiRtrS P 
3 8M AP^f-^(i;J,|>lC0fe?if tSfitt 
4£fc**»l&;ftXV^&. -f-^^^. NF-*B, AP- 
1, CREB^cDfc^Erf-ii, TNF-a, IL-1, 
IL-6. COX- I imzgmLtlfo&WfflCODNA 
UlK^*(B3fW-4 P 3 8 M A P * 

COlSJI. i?§^l^mRN Ai^TN F - af «I6^ 
fcSrO, *tf>ISft, £0*H»fc:*SlvCt>, TNF-a, 

IL-1 S IL-6. COX- I i^coga^^a 

[00 04] lot, i<7)P 38MAP^ft- -tfSrffl/S 
tSifctiOTNF-a, IL-P IL-6, CO 

x-i imcomiiifflm$ti&b3§rtt>ti. ;«fit 

fn v -5T P 3 8MAP ■&mmi£Ri&.TJ c %tllZ&~3< 
TNF-a. IL-K IL-6, COX- I I ^OjB 

(MiLtf. Bioorganic &; Medicinal Chemistry, Vol.5, 
No.l, pp49-64, 1997S.?>'#PH¥7- 5 0 3 0 1 7^ 

[00 0 5] itl^OTNF-ffgfflSi, IL-1 

m&mm. il-6 Maw^jxiic ox-i is* 

fflSHflli » TNF-a RB££& .IL-1 ffi£££ . I 
L-6RBKfeftX«COX- I IR&fiBIA* #J;tJ£. « 

yfi, aids. jiiM^B. MifitWPtW. 



*SS. ^^tt^JBS-fCffi. JRifilffi. Die. &mfim 
[0006] 

)tP38MA P tfEMFftffl Sr^f"— UCO 5 - T 5 

[0007] i£W%<r>W)Wft\±. fgilfzP 3 8MAP 
*i—mSftmfc&~J< TNF-a RB*0S£L I L - 

i mmmm . il-6 m^sxitc ox-n mmm 

[0008] 

y-f y^Mfv'-JHWSWtttitJivc, tin v^-tfy-;^ 

SO 3 - \ n y y TEtft § *VC i> J: v \y x 
"C«$ilT^ 911^4 -ffl*«4 - b° U i^aTCBSIS 
*ufc-ffc£ft#, P 3 8 M A P^ft-^Itfffl?: 

^TLTfcD. %tllzm~3< TNF-a, IL-1. IL 

-6. cox- 1 imnM&xamftm&rt&zbiM. 

[0009] L^LT. #«BHfc JflHMRsS ( I ) 

[0010] 

[*4] 




( I ) 



[0011] 5^. X(i/J<3gX(i^ny>M^ SrlS^ 

l. r 1 \±7mu^-ximwcr)v*)vm%:WifoL. r 2 

[0012] 
[*5] 

Y 

II 

- C - W — R 3 - 
[0013] ZmfoL. .1 .ITR 3 «7]<3SM^X{i^« 

TmmTX'hht^. r 1 rv'r 2 «ii5|Bt^7KSjs^^ 
[0014] 3fKBH*n*t=tivi-r . r «j %z>mz. z 
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[0 0 15] U>>LT, r ffi^T;^;^j £LT(4, 
Mi-i4y<^7K x^7K n-TntVK VTohVK 
n -7>7K -f V7'f;l/, sec -^f-ZK tert- 

[0016] r7*5;^;^j Ty-7l-ST«(3 
fi/STA^/U^r* 0 , L < (4T U -AflfflMHRT 
71^71-*, Miffsyy'^, 2- 
7i-/i/xf;K 1 -7i- /VTntvK 3-7i-/l^ 
TnK7K 4-7x-;l/7'f;l/, 1 -y^fykXfyK 
2 — ?-:7?-/kXf-7K y'7i- ;^^/k^^ff J?>tL 

[0017] r^rtux^-^aj (4, 

.y^y-y^l-*— 71% i?yx;k*_;i/ s ^y-tf>x;i-^ 
-7K P - f;HWM-^if AW^fiS . — 

[ 0 0 1 8 ] fe-W r *«Mj i4, * 

[0019] zzx\ ^mmi^ l < i±*wMxma> l 

fc LTJ4, #FiL<(4, iii.t<li*Ii«r^ 
7K T/kJ^— ;K T7Mf— 7k y^n7W;K v-^n 
T)V<y~)V, ry— 7k ^^?nr;wxuxto 
T7i^7kX^W^>*i, 5Stc#*t<li, »Hi>L<(4 
*Ii«7/l^f;l , ^ X 7 n77l*¥/k5tti T 'J — 
ff^*U ZCDtpX*i>ftl,zM£ U*fctf>fc LT(4, 9&t> 
t < (i*ii»fil7;i^^ , Ml^i* 5 5 - 7 »o 
^ y n T7i^7kXJ4i«SJK-?l5E# 6-io flicor y — ;i- 

^W^*i-6. 

[00 20] *Bflffl»;^v^T. r r; ^;^j ^(2— 
jK^K*s^ifc3& s i—2 omcoTJu^-jum^^ti. 
MtlirniiiSMTtV^-frmzMz-X , 5 -^fyk^i- 
7k n— rt^-fyk n-fy/K n-Ffy/k n 

^7k >fy7n^;k 2-y*f--7k 1, 

x-;K 2— "O-r— 7k l, 4-^tyi-;K 9 

iiHRfcuaai^R* 1 2~2o m<r>T>v*-)imw&% 

3*u fflx-tfxf-ryk 2-7nt-;^ s 4— ^y^— 
-HRfcJI9SIR J F»36« 3 - 1 0 fflco *✓ y a TA^A-****! 



#3*U ^JxJfi^nTntyK y?n7'f;k S^n 
^yf-zk 5/ -?twaf 71- , y;n\7f;K S^n^ 
n«*W^ti< r y ; D T;^-;Hj tc{2— 
JRt|fcE3R]R J J4R3& J 4 — 1 0 »Dk y n7^^-/«#S 
-£3*U Wi(f2-y?n7r--'k 2-y/yn^y^ 
—7k 2-jyy'n^-fe— /US^^ff £>*U r TU- 

jt^#3*U ^Ji.tS'^jt— 7k 1 — W y-r— 7k 1 — f 

y^yk 2—^-7-f-/K 2-ry^y 
7k 2-7it/fy;K 1 -T^yf— )VW£?ifiS£ 
if^tlh. mz, r^y^nr/K/Hj izu-mz 
SSHM^ifi 4-20 fflo^^fS i/ 9 n 7;K 
3*1, Mi.ift"i^cr [2. 2. l]^7f-2-f 
7k t'y?o [ 3 . 2. 1 ] Tj-? 1—2—4 7k 
a [4. 3. 2] ^7> : ff}-2--A)V, 7f7yf;H 
^W^*is rxh"n7;^;Hj fc:liHRt=i»afH 
; FjBb6* 7 — 2 o fflox h° o 7;l= 3 f;H^t 3 *i. 
{fXh°n[4. 5]fA-2-^/K Xb°n[5. 5] 

•r;$ - 3 - a )vw$tfmf t>ti%> . 
[0021] ttz, ^smmfcts^xm^tit mm 

if4L<i4, N s OS.VS^^jl{£*t^^T-nJg^^ 1 
- 4 flH#^ L to- 3 c^satft* 4 - 8 6 ip« t 

^totLT«4. N. oly'si^Il^^^s^f^]If 
* 1 X«4 2 o^Ss&J 5 fc L < (4 6 M^T" 

ft 6 t L< (4 - m^coma 4. L< <4^tafom«S 

4 1 vaasg^afitajfctf * - 1 *^c* ^> . 

[0 0 2 2] L^LT, ;*iA>c7) r^n^^j £ LT 
{4. i^Jxif f n'J;K 7'J;K f-x^, >f 5^"y"'J 

a. t7Vy;K ^-fyy^. ^/WJ/K 
v" >j;k h u tv" y;i, f - r >?t y* u ;k tb? v" y 
trys^/K t°5-;i-. tysy-^, ty/y- 

-^7^^— 7f 'Jy-;!, T-te'^Sy— /K tnijy 
— f N7h KD7 7- /K t^yy-;!/, h°-^^y>' 

— /t', ty^y^K ^y/fx-/i/, \yy"77- 

x^fsfv'ij/K ^yx^tvy/i-, o-yf-rvy 
^yy;K -fv^yy/i. 9u*—}v, yj^v— 
jv^ *i-yv—;\s. ^yjf-^y- /k ^/^^/y/i-, 7 

ifyl'Jy-ik T^y^-A, yXyXTt't- 

-fy-Ky— 71-, >fy>fyi<y-/k 1, 2, 3, 4 
-fl7b Kn-i y*ts y7k, i?ov^7ix, -fy^oy 

-7«^W^*l^»« 

[ 0 0 2 3 ] mz. ±15 r *-«*j Ojt«t:^V^Tffl 
^t>tih rm&*uVT$-)V&i ^?»IS{4, Hfli3*i.Jt* 
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it* is Ji /i^-ziXfi 7 x -)Vii jv^-tvm i Wf h £ 

[0024] ^SSSO^a^^TfflV^ti^ rgj^i 
7177 5 71. yffil7W7S7l, \WCT)ViiJA 

/1/7S7S. 7y-/i^/t^-/v75 7i. 77^^/1/ 

7syi, n -«7;W - n -«7;w^f 
^-;prsy*. /r-yvi, ^i^^i, ®«r 

^n^^#/k#:^l s 77/^/^i/^M-^ 
0>TU-A«±%&fc:J: O^n^yfif, fii7;l/^f/l/ 

1, AD^y«l7;^;H, ffilT/W^fyl, <g 

l7;^l/yy^Jfyi, t Ho^f yS, <&M.T)Vf]J 
-fyM"^!. 7S71, {&&7/Mr/k75 7l. ^ffi 

I7/W7S71, tift^AoS 7 -0^7571, 77 
;l/^W^fy*;l'^l/7$yi, mkT)Vn^^ij)V 

i£~n,T 5 ymrnf- v umpt>W£tth i-3»i 

#llT'B#t£ixTivct <fcv>) . rsk s##Oj&»&8Sf£ 
L < tt 6 *) iy*£ym t Wfa L X v ^X i> J: vv*. 

^/n . ffl®cT>v a * yrnmf- buM&t> mifti & 1 

& L < \i 2 fI«SmST-W § *17C V i ^ ) ^ftfljfc 
im%i>cDtLXl±, hHn^fyl, {&m.T)Va^ix 

1. ffi^r;^y-f;p^>-L 7'J-;myS, r 

S/l, M7;W7S71, y«7/^/l/7Sy 
1. 77MW^y*/l/^l/75 7t M7/W 
^ y ^;|/^-^7S7S, N-iSjar/^P-N—lgiR 

*)vm. AnfyM7/K;«, teRr/Wrf* >- 
1. bKo^l. M7;^y^;^JfyI, 757 
flSRTVmdf i/f))Vi$—)VT 5 sm&xt— V n£j&» 



* Llo-ooi^ 5 1ST* 0^7-fe>§J:inLT 
tLT ^ti ±U) 1 X(4 2 ffleDB&XTE 

So 

[002 5] *MBM^)3ait*iV^fflv^*t4 r H#l 
it<U:*S$lO:y7n7/M7Vlj (ctJtt$M»£i: 
LTf4. W*lf, t£&7;l^f/H. tKn^yi, ffi® 
7/Pn^l, M7;^7-f;i'^yS, 

tu S^^nTA^f/l^K4iii4>*»6a!a'*i.* 1X«2 
»D«Bll-CBSI£ixTU& i fc & . £tf>tfCfc 
# t^f tiOi: LTti;. 5f^m^T'MiRJH-?m* s 5-7 

[0026] nwffim<ommizi$\ixm^t>ti& mm 

Ji. «itf, Anfyif, M7/W;«, «7;i- 
a*ci/M, mknv^vy-jTt^i/m, tHn=5fya, 
ffi»7;^7^;^yS, 75 71, ffiRT^^T 

5 7*. ^'ffiar;^;PT5 7a. iffiRr^y-f^r 
5 7S. — hn^llf^, K7U-;k»4i^I^ 

*»<?>aif*i4 1 smcommMx-mm^iix^ z t& 

Katw^j^ 6-10 ffl<7)r u -rt»w* - 1 ^'t- 
IS. 

[0027] tfz. 31Mfc0>j£»CfcVVCfflV^;h.S 

^T;^7^;k^^». T5 7S. ffiRr^ 
;PT57a, yfflR7rt^A'7Sy* > fiM7;^y^ 

^7 5 71. T^)V^}V^i^^})Vt-—fV^ iSMT)U 

a0m*Ztit>frt>W2ti& l^3McvWm&XWMZtv 
X i fc 4 . c: 1#fcifi»3r tot LT 
{4. 0 l Ico75;l/ J f;l't J f y*^^-;HX 

<, NJtt/O^^jgtmS-^T-nJI^Sr lX(42jI#W 
Ufio— : icoMtf 5 t L < (4 6 HUT* ot, ^7^7 

ates&^LTvvti>±^#at3£i> L<i4— s^o^sjt 

[ 0 0 2 8 ] 5gt=. li*^^-;H^i(;ij^Tffl 

fc LT(i. «^fcJ: "5 1 Kn^f 

ffi^T^^^Sy*. 7571. M7W75 7 

^. «T;^;H. Anfyi«7/^;H, ffiS^ 
r/t-n^f^S. hHnJf-yl, ffiMT;W*7-<;^Jf^ 
1. 75 71, ffiiK7^:3^#;^-/I/7S7l£> t 
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<i±- hnitii^iiti^ij;^) fre>mi$n& 1 

.X(4 2 ffloBSt* TBiH^ixT ^T i J; v MK® T/y^r 

v A )V#—}Vmpmf Zco^X% «f izffig%: 
hcot LTi4. *ffi|(?)fii7^;W^y^^#-^ 

[00 29] ifc, B^#/y#~^*OSittC;B^Tffl 

Sj fcLTJ4. Mlli. DAn^Vlf, ffii* 

4> j!<4 5 1-3 McoW&MX'WM ■StiX^XhX^y 
tot LTI±, *Si«7 i - - *(f-S 

[0030] r ffl»77i'3 
MT/y^y^y-ST&D. Witf. ^ xb^f 
t - 7> y-*^W 4>ft £ . 

[0031] r&x.T)v*is4)Vtti'&i (±„ i&mr 

sj-^v', 7'^U/y:t^y\ A|/iJ;|/^ylfiW^ 
ill.. 

[00 32] r t> y — )V#~>Vtt j £ LT 
J4, Mxtf. <yvM;my s 4--hnw/-f^ 

[0 0 3 3] r7>ij_;^yij i;LTi4. «iHf7 
[0034] rfitr/^^f^ij t LTf4. Ml 

[0035] ^mkrivi] jjiv^mi thru* m 

So 

[00 3 6] r^ij— ^^^ryi^-jj-agj fcttd 

[0 0 3 7] rrij-^ij fcLT«4. «*Jf. ^ 
[0 0 38] rfii7;^7 4ylj £: LT(4, 

[0039] ^JiSMT^fvr^ymj tLxn, m 

[0040] ^&m.T)V^J-<)VT^jmibLX\±, 



[004 1 ] r 7 'J -;P^y|/#'-;l/7 S 7 1 j i: LT 

[0042] r 75;l/^;W= J fy^;l/^'-;17 5 71 j 
2: LT(4. <7y;^y^M-^7S7, 
4 -yo^^yy/^Jf y«;kf-^7S 7, 4-^ h 

[0043] rfii7^ 3 Jry;S;^;l/7S/lj i: 
LTf4, W*lf, t-7>Jfy*W-^75/lfii 

[0044] r N-ffi^T;^v-N-ffiar/yrjjf>- 
*/^-^7S7ij i:LTi4. WifcT, N-X-f-tU- 
N-t-/b^y^-;t/7S/, N-xf-/y— N- 
t -7>^y*^#-;l/75 /atiWtai.. 

[0045] rf^T^rj^^ytf-zyX j i: LT 
J4, i^Jxif, 7 h^y^;y^'-;y. ih^fy^M- 
;K t-7'h#y*;^-;«fAW^ti^ . 

[0046] r 75;t/^;W^fy*;^-;Hj 2: LT 
(4, #|;tJ4\ O-y-'/y^y-^^*-^, 
^VisJV^lsiifrif.— ;K 4-— hn<yy;W#y 
^;y^;y^*^tf 4»tL§ . 

[0047] r^r;^dr;^;^^-;^j J; LTJ4, 

flRfcf. T-tef7K 7nt^--;Hf?!)>W? ) ai.„ 
[0048] rru— /Mr/l^-A-aEj b LT(4. fllx. 

[0049] ryNny>"(tffiRT;i^;k«j t LTJ4, 
0IR(4\ b'j7Ma^f/k 2,2, 2->'j7M 

[0 0 5 0] ^ffl&TJV^VVlsttv&x b LT{4, 

[0 0 5 1 ] *fMHfc:fevvcjff;* L^-i¥o-ft^igi4. 
X£vKStM^\ 4-7 ;^nSXti 3 - 7 n nl J^t, 
•t%&<V& ( I ) c^it^Xhh. 

[00 52] ifW^zax^xUt. L^mtry-WMc&M 
14, X^'4 - 7/^nlXli 3 - 7 nnSJ ffc L JeL 
oRi &tf R 2 imfcttM I F&$ih't*&<&& ( I ) 

[00 53] afc&BJJtiJvvcjJi L^S'JO— PO-ffc^fll 

(4. r 1 ^mm^mh-t^co^ ( i > cDitismx- 

[00 54] #?&HJt-;BuTff4 L^S'JO— PO-fb^ 
(4. R 2 
[00 5 5] 

Y 

II 

- C - W — R 3 < 

[0056] zmfr>'tt%&<?>3% ( i ) <r>it-&wxfoh . 

[00 57] *^t;^v^T»i L^§ 4>fcS!l<?5— SO 



(8) BH2 000-86657 ( P 2 0 0 0 - StHLA ) 



frtm&coft ( i ) ofls^Hrcfc*. 
[00 58] ^S&HJtcJ: Of£ffi£ix&taia^ ( I ) *>fc 

aw) t> ^j*(f^ i t & . 

[0 0 5 9] 3- (4-:7;M-u:7x~/^) -5-^^ 
/1/7S/-4- (4-b°U>>>) >fVW^, 5- 
y/f^7Sy-3- (4-7/^U7x^) -4 

- (4-tryi?/w -fy^ty-/i/, 3- (4-^;^ 
o7x-;l/) - 5-n-^yf;i/75y-4- ( 4 - b 
y^/LO ^fyWwl/, 3- (3-;nn7x-;l/) 
-5-xf;I/7S7-4- (4-trySx/tO -fy^MF/ 

5-xf;l/73 7-3-7x-/I/-4- (4-b° 
'Jy» ^yWwK 3- U-^/M-n^- 
AO -5 - (3-7x-;l/7°nt7l/7Sy) -4- (4 
-tU^AO -iy^fV'WK 3- {A-7)V^U7^ 
-AO -5- [2 - ( l-^f-AO xf;l/73/] - 

4- (4-eyy» ^fy^ty'wK 3- (3-^0 

n7x^) -5- (2-7x^xf;^7S7) -4 

- (4-h°y^7W >fy^ffy-;k 3-7 X ^ - 5 

- (2-7x^xWSy) -4- (4-b°US/ 

AO ^y^fv'WK 3- (4-7/Wn7x-;H - 

5- ^^y^*x;^7S/-4- (4-tU^AO >f 

y^ty-/^. 5-x^yx^*^7sy-3- (4 
-7/Wn7x-;M -4- (4-b°y^) -fy^Mf 
y^/k 3- (3-;no7x-/H -5- (4-^f- 

/Ky-ifyx^^Tsy) -4- (4-kusmo 

^fy^fy*^, 5-^>X/W^75 7-3- 

7x-^-4- (4-ty^AO ^fy^ffywk 5- 

n-\77y-l^7Sy-3 - ( 4 v/M-uVx^ 
AO - 4- (4-try>?A0 -fy^y-A^ 3- (4 
-7;Wn7 x— AO -4- (4 -by >?A0 
y 7;^nr-fef^rsy>f y^tv^/k 5- ( 3- 

?on7ot c ^75y) -3- (4-7Wo7x 

—AO -4- (4-by^AO >f y^rf ywp, 3- 

(4-:7Aotu:7x— AO -5 - (3-tHn^y7°n 

b°;t— A-rsy) -4- (4-try^AO -fy^y- 

/K 5-xb^y7W7Sy-3- (4-^A^u 
7x-/k -4- (4-t'Ji/» ^/WWk 5 

- (3-7tbJry7ot°^7iy) -3- (4- 
7/Wn7xi/M -4- (4-b°y^A0 ^y^/ 

— A% 5 -^yy'^ 7-fef ;i/7 i y - 3 - (4 

-7Wn7x^k -4- (4-b°y->vio y^fir 

y— A-. 3- (4-7/^07x^) -5 - (3-7 
xy^y7 0 nb°t-;^7Sy) -4- (4-b°y^A0 
JV^y—fr, 3- (4-7W07i-/H -5- 
y;^7>7tf^7iy-4- (4-b°y^;k) >fy 
3r^yWK 3- (4-:7Aoj-n:7x— AO -5-y~f 
;W7-fef;i/75y-4- (4-h°y^A0 -fy^Mf 

y-/K 5 - 7^f /I/f ^"7-fef /I/7S y - 3 - (4- 



y/M-n:7x-/k) -4- (4-b°y^A0 >fyw 
— A\ 5 -^yy^ ;l/f ^7^f ;l/7 5 7-3- (4- 
7;i/tn7x-;i/) -4- (4-b°y^) >fy^y 
— A\ 3- ( 4-7/Wn7x-;k -5-7x-;l/f 
t7^7sy-4- (4-trys^o -fyw- 

A^ 5-7$y7tf;l/7Sy-3- (4 -^ktu? 

x— AO -4 - (4-by^AO -fy^fy-zk 3- 
(4-7;Kn7x^/k -5- ( L-u-f y/l/7S 

j) -4- (4-b°ysyvk) >ry*ir/— A\ 3- (4 
-7/Wo7x-;k -5-yf;i/7 5y7-bf;i/7S 
y-4- (4-ku^ao ^fy^tywk 5-yxf 

)VT 5 y7tf;l/7 5 y - 3 - (4-7/Wo7x^ 

ao -4- (4-by^;k) ^fywwk 5-r-fe 

f;^7Sy7-trf;l/7Sy-3- (4-7Wn7x- 

ao -4- u-bysMO >ry^ir/— A\ 5- 

(N' -p-yf^y*MXyy^y-L-77-ii/ 
73y) -3- (4-7Wn7x-;k -4- (4- 

b°y >?ao >f y^y — a^ 5 - ( n ' -#a^- 1 - 

7>^y-/yy/l/7Sy) -3- (4-7/^n7x 

—AO -4- (4-t>Jy» ^ y^rf y-;k 5-r 

K^7S7-3- (4-7WD7x^/k -4- 
(4-b°'Jy/l/) >fy^fyWk 
f;i/73y-3- (4-^;k*u^x-;k) -4- (4 
-kus^ao -fy^fy— a-. 5- M-^A^^r 

f y^75 7) -3- (4-7Wn7x^/k -4- 

(4-byy;k) ^fywwi/, 5- (3-t-y> 

^y^W^7nb°^7S7) - 3- (4-^;k 

>ru:7x— ao -4- (4-t°'jy;i/) -fy^y- 

A\ 5- ( 3-^y^Vk^^^;k^— ;krnb^-— ;k 

7S7) -3- (4-7W07x^) -4- (4- 
by^AO ^y^+F/— A\ 5- {3-^)VJ^^)VT 
nb°t-/I/7Sy) -3 - (4-7/I/tn7x-/I/) - 
4- (4-by^AO >fy^y— A\ 5- (3-r-fe 
f;^7°nb^7Sy) - 3- (4-7Wo7x^ 
AO -4- (4-b°y^;k) ^/WHk 5- (3 

-^yyW;i/7 D nb°^x;i/7iy) -3- {A-yjv^ 
u-7x— ao -4- (4-b°y^) >f y^y— a-. 
5 - y ^ n^y f ;i/7-fef ;l/7 5 y - 3 - 
n:7x— ao -4- (4-ey^AO ^y^fywk 

3- (4-7/^07x^1 -5- (5-7x^/1/) 

^y^y^f^7sy-4- <4-try>?A0 -fy^y 

-;k. 3- (4-7/WP7x-/k -5 - ( 2-7 )V 

tn7x^7W7sy) -4- u-uy^vio 

>fy^y— A. 3- (4-7/Wn7x^/k -5- 
( 4 - >f y 7°n b;]/7 x -;^7-fe f ;l/7 S y ) -4- 
(4-b°yS/A) -fyw-^, 3- (4-y;k^Tn 

7x^/k -5- (2-yb^y7xX/^7W7S 

y) -4- (4-by^;k) >fyw^, 3- (4 

-7/WU7x^k -5 - (2, 3-yy b^y7x 
^7W7S7) -4- (4-tlJy» -f y^Mf 
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y-;k 3- (4-7/Wn7x-/l/) - 5- (2, 3 
-^fl/yy«i/7x^nWS7) -4- 

(4-by^/k) -fy^yWK 3- (4-7/M-n 
7x-/H -5- (2-fcKn^y7x-;l/7tf;l/7 

sy) -4- u-by^Vk) ^y^y^/K 3- 

(4-7Wn7x^H -5- (4-^f;l/7S77 
X-/I/7W7S7) -4- U-byy/k) >f y^f 
IT/— /K 3- (4-7/^U7x^) -5- (4- 
y^f^7S77x^7tf^7Sy ) -4- (4- 
by^/k) ^fy^tV'Wk 5- (4-T-bf7kT$y 
7x^7tf;I/7S7) -3- (4-7^n7x- 
)V) - a- (4-by^7k) -fy^y— ;k. 5- (4 

- ^/^Xy V'^ y 7 S y 7 x -^7-lr f /1-7 3 / ) - 

3- {4-y)V^uy j,~)V) - A- (4-b°y;y/k) 
^y^flfVWK 3- (4-7Wn7x-/t/) -4- 

(4-Klly» -5 - (L-fny/t/75 7) -f V^f 
3- (4-7Wn7x-/M -A - (4- 

by^/k) -5- (2-e>jy>7'fef^rsy) -fy 

^t/^K 3- (4-7/k^n7x^/k) -4- (4 
-by^Vk) -5 - (2-^y'J/l/7^f;l/7S/) >f 

y^fv^/k 3- (4-7^n7x-;P) -5- 

(3-bxyyV7 0 0^-;l/7S/) - A - (4-b 
y=y/k) -{y^tyWk 3- {4-?}V*U7* — 
/k) - 4- (4-bU^;k) -5- (L-MJ7b7-f 
;kT$y) ^y^ft^, 5-^?u^:xf7k#;k;tf 
-/1/7 5/-3- (4-7Wn7x-/k -4- (4 
-by^Vk) -fVW^, 3- (4-7W07x 
~;k) -5- (4 -*^}Vi/?U^i/)Vl})V^~)VT 
57) -4- (4-bU^Vk) ^fy^fy'Wk 3- 

(4-7Wn7x^/k -5- (4-tFn^yy? 
nMy^;^;I/7Sy) - A- (4-by^Vk) 
^fy^fyWk 5- (2-?nn^yy^;l/75 7) 
-3- (4-7/i/tn7x-;i/) -4- (4-byy 
7k) ^y^y-;K 3- ( 4-77k^-n7j:-/k) - 
5- (4-tKn^y^k7W;l/7i7) -4- (4- 

bu^Vk) >fy^tywk 5- (4-r-bf7kT$y 
^yyM;kT 57 ) -3 - (4-7/^n7x^) - 

4- (4-by^7k) -{y^tywk 3- (4-y/k 

^nyx-Zk) - A- (4-bU^Vk) -5 - (3-b 
n>J;^/^^7S7) ^/W^/k 3- (4- 
y;k;tU7 j:-/k) -5- (3-7o-f/^7S7) -4 

- (4-bU^/k) ^fy^tyWk 3- (4-y;k;t 

n7x^;k -4- (4-h°>Jy;l/) -5- 

-fykrsy) ^y^rfy'^, 3- (4-7/wn7x 
— ;k) -5- (3->f yh''J;W/^- ;kT$y ) -4 

- ( 4 - b° y vjv ) >r y^ty-/k 3 - ( a - ? jv* 

n7x^;k -5 - ( 3--f y^y y;k^;k^;kTS 
y) - a- (4-bu>yk) ^fy^fywk 3- (4 

-7/^H7x^) -5- (4-y^/kb^S^/k 

^i/jjc^rsy) -4- (4-b°y^;k) -fv^MT/ 



— /K 3- ( 3-ynny x-./k) -5- ( 
7x»;l/7tf;l/7Sy) -4- (4-by^/k) >f y 
^f v /-;k 3- (3-?nn7x-;k -5 - (4- 
^f/l/7x-/i/7-tf;l/7Sy) -4- (4-h°iJy 
;k) ^/^t/-/K 3- (3-?no7x^;k -5 

- (4-b Kn^y7x^;l/7tf;l/7Sy ) -4- 

(4-byy;k) -fy^y-;k. 5- (4-7sy7 

x^7-fef/I/7Sy) -3- (3-?do7x^) 
-4- (4-b°y^/k) -fy^rtyWk 3- {3-9 
nn7x-;k -4- (4-b'jy;k) -5- 
x-;^f/P7Sy) ^y^rtywk 5- (L-T 
5-;kT$y) -3- (3-?DU7x^;k -4- 
(4-bysy/k) ^yWHk 3- (3-?nn7 

- -;k ) - A- (4-b°y^;k) -5 - (4-^yy/k 
^^7Sy)^/W-/k 5-xbJffiJ;l/ 
7Sy-3- (4-7/t/t07x-/k -a- (4-b 

y^Vk) >f y^fy'-;k 5-^y^Vk^^^y 

;kT5y-3- (4-7/^n7x«;k -4- (4- 
by>>;k) >fyWWk 3- (4-7Wn7x- 
;k) -5- (2-yh^yXh^y^fiJ;^7Sy) 
-4- (4-t 5 'Jy/k ^fy^ty'wk 3- (4-7 
;k^-n^x— ;k) -5 - (4-y f^y7x-/Wf 

y;kT5y) -4- (4-by>>yk) >fy^fywk 

3- (4-7/l/^07x^/k -5- (4-«hU7x 

-/KWJ^rsy ) -a - (4-by>>Vk) jv^ 
ty-/k 3- (4-7Wn7x-;k - 
y^^7sy-4- (4-byiy;k) ^fyw 

— /K 5->f y7D^yW^7Sy-3- (4 

-7Wn7x-;k - a- (4-by^yk) ^fy^ff 
y-;K 3- (4-7Wn7x^/k -5 - (4-y 

k^^V^Vk^-^r^^yk^ykTSy ) - A- (4- 
bUSy;k) ^fy^ty'Wk 5- (4-?nn^yy> 
.^^y?;k^-;kT5 y ) - 3- (4-7Wo7x- 

)V) -A - (4-by^Vk) ^y^rW^k. 3- (4 
-7Wn7x-ik -5 - (3-7'J/l/yb^y^ 
#-^75 7) -4- (4-b°'Jy/k AV^V- 
;k. 5 — ( N ' -x^/k^W F) -3- (4-y;k^T 

o7x-/k -4- (4-b°y^;k) -fy^fywi/, 
5 — ( n ' -^y^/k^Wk) -3- (4-7/M-u 
7x^/k -a- (4-byy>Vk) ^fy^tywi/, 3 

- (4-7WU7x^) -5- [N' - (p-y^ 
/k^y^Vk) Y ] -4- (4-bUSy;k) >f y^f 
ty-/k 3- (4-7/^n7x^/k -5 - [7x 
~/k (f^7^f^7S7) ] -4- (4-bySyVk) 
>fy^yWK 3- (4-7/^n7x-/k -5- 
yy^;krsy-4- (4-euy» -fy^y- 

;k. 3- (4-7/Wn7x^/k -5- [ N — (4- 
yh^y7x-/^7tf/k -N-y^/kT$y] -4 

- (4-byy;k) ^ y^f y-/k 3- (4-y;k;t 
n7x^/k -5- ( N-x^;k-N-7x^kT-b^ 
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)VT 5 7) - 4 - ( 4 — 1° U : J)V ) -i v ^v~)vm, 

[0060] *%m<7)i& ( i ) oitsmi. &fz. 

its *fbKfSi§, »ebl mm, vywmnmmmtn 
u-,mm.. mm, ?^ym. ?lbl m^m. p-wkh 

[00 6 1 ] ^Hj^tc i^Kf , |if|gjt ( i ) tcij^TR 

i rvrz ^^mMT^mh^-m^^ ( i ) coit 

[00 62] 
U£7l 




( I I ) 



[00 64] 
HE8] 




(iii) 



-Mt#ft * ^ o y y\t L . v t ft £ TiesS 

[00 66] 
Ut9] 




(IV) 



[0 0 6 7] ^tf, xi w\uyym^mhL. xia 

MIB^Si* £■ 4 , ©a 5 -f H ft^Hf k 4 - b° U S^P 

[00 68] *KLT#^ixS, R 1 S.I/R 2 

[00 69] 
[ftlO] 




( v ) 



[ o o 7 o ] 5*;*. x(±tfrteoSttSr#-f-s , (ote&bt 
teijwc. x^AofygfSrg^ti^ (V) 



[007 1 ] JJEiC ( v ) offc£8rti, MfS^ ( I ) fc 
fcWR 1 &l>VX(i:R 2 ^S^JiW-^^-f*^ 

^#$&hjj<?>5$ ( i ) ^^^Rr^Kjt^-siewss^m^ 

[0072] MlB^ ( I ) tc&UTR 1 WXtiR 2 
^^m^JSW*^*)-^*^*!!*^ ( I ) <Mfc& 

mt, R 1 msR* ?$bbztizmm&e>umi£ffi?L 
x, mnmrco ( a > — ( f > t^^^v^-m^o^- 

^ ( a ) : jjfilBjt ( I ) KtJWtRi £vK*M^£H 
*>U R 2 # 

[0073] 

[-ffcl 1 ] 

Y 

II 

- C - W - R 3 - 

[0074] *mh l , z z ty fiwmm^-Tfo 0 . W 
imw^ximmm : f-zmto-t%feco& ( i > <m& 

mi. mitt (V) <7>ftifflib& 

R3-W-COOH (V I ) 

[007 5] gj&jbj : gffi£$ ( I ) (ciJUTR 1 ^ - 
^PSM^^bL, R 2 ** 
[0076] 
[ftl23 

Y 

II 

- C - W — R 3 - 

[0077] Sr^fcbU ZZTYfiWmm^-Tfo 9 s W 

^mmm^xa-NH-^mh^-m^^ ( i > 
m±. tfriB^ (v) cr>it^%7uu*?w7 ^->vmf 

^ R3-OH <nr)V=i— ;kXiise r 3 -nh 2 cor 

[0 0 78] ( c ) : art BjC ( I ) tCfc^TR 1 >^ 

ymm^mhL, r 2 

[0079] 
[ftl3] 

Y 

II 

- C - W - R 3 J 

[0080] 2rfl;bU d i TY *^j|JH-? &^b"fJ© 

-^cr)^ ( i ) o-ft^ti. Ytmmm^miytM^cn 

S ( I ) olb^^n-yyMmT-MH^-l.ik^J; 0 

[0081 ] ( d ) : Btrte^ ( I ) tfe^TR 1 
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tvmkmyfitfe0y& ( i ) coitimt. ( i ) r 2 a* 
zmh^m^coiR ( i ) co-it^mmmTcT&fiK m\>^± 

( i i ) Mlfi^ (V) 0^^£fficMT;Mf/l^^ F 

xijt7;wa5 Ktws . zbizx*) mm-t 
hzbtfx*%%>» 

[0082] ?jm ( e ) : MfEsft ( I ) tCio^TR 1 # 

itr^sft ( i ) ^tsmz. flutes (v) <D^m^m 
xiv* ymxiiz^mmmfaxmrn-ti ztiz&K) 
WB&t&zbtfx-Zh, 

[0083] yjj£ ( f ) : Itjte^ ( I ) tCfcWCRi 
«7;^;«JH^t*l^i7)S ( i ) <r>tt&M±, R 
1 ^>K«JE^^^^t-«-^0^ ( I ) ^-ft^^ffiMT 
/l^/t^ \yj f T'^g-t S £ fc fc i 0 £ b tfX* 

[0084] MtSsft (II) WT^ft K-ffc^ttfc t F 
xj*^fl-T$>Xli^f)i&t<r>Kmi. -MUZ. ^RStt 

rniF^mcomm&m, l < lis^ss o -crisis 

[0085] S ( I I ) cota-x b Kfl:^*Wt4 1 
Hn^^rSyXfi^-^OffifflfJ^i. — jftic, sft 

(II) cofc&fo 1 ^EA'Sfc 0 s bKn^y;|/7SyX 
(±^c?)SSr^< k & R/K ifi L<iil . 0 5-2 
^E/K §^t:^FiL<i±l. 1 — 1. S^K^ffiHrtt 
•t&Zb-tfiT%&, #KJEfcfc^Tb h*n^y;l/ 

[0086] ff^^^BulB^ (III) O^a'A-ffc^ 
i(Jy7f/^A7S Fk y^f/I-T-felTi F^O 

Ts^a; ?nn*u, mmmmm^uyyim 

otilKl^SF, x^7'J;^n'J Fk IS*. H* 
[ 0 0 8 7 ] gft ( I I I) cottisMk-$mt,ztt~t&^ 

vyytt&a&wmmMz* hrk* ^ < 1 1 1 > o<rt 

/k ffiL<lil-l. 5^;K S Steffi L< tel. 
0 1 — 1. 2 ^/FOiEEIi*] i; ~?h Z b &X"% h . 

[oossiK LTf#^nsfrria^ ( iv> «A7j 
H-ffc-^flj 1 4 - f 'j i^vi-r-fe h - h 'j ;p <r>nm± . — 

lV¥rCr>T)V-3—jV%.\ ikt^f f 15tl'D75 



>\ ik* hdfv-x^v^cox-^l^^tfT. -^F'J 
WH^fyF, fMJW F^Fk ^y^A-t 

- y f * >- H^<o«a^)#ftTfctf 5;tm4. r 

[0 089] 5ft ( I V) c^b^ftj^3tt&4-h o y ^ 
7-bl - F UA^Offifflfteli. -HRfc, S ( IV) co-ffc; 

1 0 , 4 - b° >J ^P-T-b h-MJ ;kSr^ 

<tfclt;k fit<!il-l. 5t/k Siatiff* 
L<iil — 1. 0 5^)VCT)^mnb-TZ>ZbiPX*t>%>e 

[0090] ■£)■>< LT. lulES; ( v ) <?Xt^Bi^WJtW8 
x%h z b . <r cofli^HUi . mrii t fc «t a t . * 
fMB<0^ ( i ) cr)iki$mz&ux^ Wf/Xltn 2 

%&mmb Lxmm^-& z b ^t-§ & . 

[009 1 ] ( a ) tfcV^T. ^ ( V) Oft^ 

*fc^C (VI) <9#^jKyRXii*<9RJEttHWft; (M 
iff. fi^a'J hk ffiii/Kfe. ^B^S*1*. vSttTS 
F\ SSttx^-r^f) t^RJEJi. -flat, 
^tfs mm-J^^-y, Th5tHn77k 
b^r v-x^y^c^x— -f;^ ; ^>-b>. F/l-xv. 
^ U y#iO^#)KK-fb7K*» ; y7on^^y s ?nn 

Fk ^f/l'T-bbTS F^fiOTS FW, ; ^^X;l- 

^jf^F^otff. ^stjEtT. iagE. «itri, 8 

-^Tifb'v-^n [5. 4. 0] ^>"r'^-7-x> 
(DBU) „ hijxf;l/75y, y'k/TohVUf/I 
TS>-. y7f;t/7SytyyV, tyy'y, N-^f- 

Si. ffiffl-TS^ (VI) ^^^IftXIi-ecoRiHSSt 

[0092]M(a) ttJ^T. 3ft (VI ) CO^?^^ 

i , i -^-;tx/t.>M s rv-zi-mx-mmLx^ s rv 

[0093] 4fe, Bimmmikb LXWt? n U F 
V^**^. il^o'J Fii^-46. «i.K>f 5*V-A<S 
t/'DBUft«iLT-i SyV'U F^Offi^RJEttf^ 
#ct^LTMJE*ff o Z bl>X'Z&, 

[ 0 0 9 4 ] 2r*k Kimimibb LXM7 o U F 
V^T/j^ (a) ^'iloMS, 4V^y-)Vmcn>5-iiL 

cor 5 smwwz-i v *-*rv-)vn*mmt&wmm=f 
m&mt. m^xrmiti-hWJ*. ?m 

5ft ( I ) Ol^Mc^^S£t^'T-*l.„ 
[0095]M(a) t*JV^T. sft (V) (Dit^mz 
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tft&& (VI ) «9#^jtfy»XI±*<9RjEttKWtt<9 
ttfflW£(4, -fiat, 3$ (V) <7)-ft^H^^0^ 
(VI) «0*^>KyKXIi*<0R(EifHNI*iiI«3r< fc 
il^e/k f4L<(±l. 5-10^/1-, SA,ttf4L 
<te2~5^;FOlffiHrtfc^l>ifc#T*#§ 0 4£, £ 

mcommmi. -fiat, *(vn *>#/M*>«xtt*- 

ORJEttfilaW*: 1 t/l^ftft: Oi^=Sr< fc t> 1 ^/K iff 4 L 
< J4 1 — 2 ^ /l^tSHft fc & i fc **T S 5 . 
[0 0 9 6] Hu!E2f}£ (b) fctJV^T, 3* (V) <7)ft-£ 
%o^nndf'l§7x— ;i^l/5£ r 3 -oh cot;]/3— 
;kx«5^ r 3 -nh 2 ^rsyti-snsitt, — fia 
t, ^Stt1r1I?§IS4>, ^Rif^^y, fh5hH 

y<y>\ ^nn*M, HftftaSS^^ny^flaiWfc 
; y^f;V*^A7S F\ F 
f«7i FSB ; >^^x;P*^F^DtfT\ D B 

u , f v x&)VT 5 > , m v to tvFxf-zFT s y , 

U ye&wsa&yft £Ttfr 3 £ fc & £ . KfEjUJE 
i4, SIS, 0 x;jbMRtf^^<a3SSiKagL #?4L<(4 

[ 0 0 9 7 ] $rf3, 1m ( b ) tfcWCii, — J1L, 
#: fc L T 5 -fi<7> T 5 ./ 7xy=Sfy*M-;Ht§ 

^fcfiRt* - *^ R 3 -OH OT/F3-/FXf45£ R 3 
— NH 2 OTS^fcRJCELT, *«9i0>5$ ( I ) Oft 

[0098]M(b) tiswt, 5$ (V) ofl^fcfc 

(V) cojt^l 1 t/l/S^: on Jfl7 1 
<tUt/k fiKtii. 5~10€;K SfctcJff 
4L<J42~5^/FOffiHrtfcir&£fc3&*-e$&o 4 

£,5$ R 3 -OH COTfVZl — R 3 -NH 2 

wsyii as, ±i&mA*m^z>c\t-hm&Lv^« 

§£>t, i£*{4, —IKt, ^nn^i-znt;^ 
£ "9 1 — 5 if 4 L < i4 1 — 2 ^/KOiEHftOffJi^ 
tfflV^ifc^T'^^o 

[00 99] mttm ( c ) tfcWC, Y^K*0^^ 

*b-r*£<«a5$ ( i ) cott&m<7>v-v>imtz£&m 

-flat, ^V§'l±*li?§M*, fllUJf^y-tfy, F 
50&rflKJi, as, 5 0*CJ!rMEl6ffl£» 

oaKEiae. *?4 t < «8 o-c^m^jem^^m^ 
[oioo] Jjm (c) tfcwcffli^ftSn— yya 

Mbit. 2, 4 -h"X h^y7i-;l/) - 1 , 

3-5^T-2, 4-y*X7i?>'-2, 4-^.X/F 

7^ Hwittrfto, i<on-y>iasi±, -fiat, y 

>7n-7>«£^< fci> l^E/F, *F4L<(41. 0 



5 ~ 1 . 5 ^/FcOKH^IOM-^-Cffl^S i fc ^'T'# £ . 
[0101] mjfe*?£ ( d ) , ( i ) tB(t£ R 2 

n^Th^o^ ( i ) ^ft-^ftoii7c{±, -flat, 
ew»sasE4», M^tf^^y, fb7tFn77 

>\ it* F^f^xyy^x— r/^^4rr-\ 

i^T^t^S. 50Sfigi4, as, gfiBSR 
» 4 L < 14 5 0TXnSRlS»&Hl 
«3KSSaK WIBHW wias*qi LTF>£ „ 

[0102] MIB73?£ ( d ) , ( i i ) tfcftSsS 
(V) <nfc^<n<mc7}V5:)V)\7A 

KfcJ:4«t3l±, -fiat, ^ffitt*«JffiK4' , M 

^ff^^y, fh7tFn77V, y^h^yX^ 
y^l-r/H ; y^f;^A7S F, S^X-fvFT 
•feh7SFf«7Sl'I;<y€y, h/ixyf^s 
JJiKflSk*»^+'C', 7K*ft7- F U ^A, fh'JW 
T S F , *'J<7A-t-7hJfy Ff«SScO#fffC 
3 i fc S . iiaaatfe V^Tffl^ « i fc OT'# 

■S»fgmr;p^r;WN7-f FX{4T5;^;wn5^ Ffc lt 
i4, M7j,i^y-J)Vfw7A Y- ^ 7i^f;I-7n7>f 
F, ^f-^T-f^"^ F, xf^7-it^ F, >fV7 
ntVFT-f 3j-^>f Hl^SfS i fc^'T# l> . SOE&K 
{4, MS, 0'CBMRJiGM-^%«S^Jg, »4L<«4 

[01031S (V) Oft^SltSt^-iffiRT/^WN 

FX(4r7;^dr;^y^5-f -fiat, 
* (V) F£4«5r<fci> 

i. i~i. 5^;i^coigHi*ifc^s l rfc* i "r-§^« 

[0104] lulBTj-^ ( e ) t£(t£*$S.X/F*>-StX 
{4^-OMJEEttPW* (l^n'J F#) CiSiili, - 

fiat, ^m^mm^. mm^^y, ti7t 

t t n77>, Sy^f bJfyXj?yf£?)x- ■f;H® ; ^V-lf 
y s F;i-xy, ^^ixy^co5?#^ft7i<«^ ; y'^n 

^f/k*;IA7S F, ^f-^T-fe FT 5 Hf«75 F 
^ ; -^)VX)V^ is F^tfTfi 1 3 «r fc * J 'T*$ S „ 

ms&smt. its, o "cj^^hje^^^s^jk, 

[0105]^, 5t(V) <7)ft-^W4, f^m^ti- 
F'J^A, -hhU^ATSF, U^A- t -7h^y 

if: ##4 

[ 0 1 0 6 ] 7f& ( e ) tfcV^T , ^ ( V ) Wft^t 

(4, -fiat, (v) oftMii^sft9lrtlx;W! 

^KX(±-t<0RfHSaHttlcS;Jw5r< fc «> 1 »4 L 
<{41~2^;l-, S^tff4L<(41 . 0 5-1. 5^& 

;wc7)tEHrt fc -r* i fc 4 . 
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[0107] ffjIBTfS ( f ) fctiJtiR 1 * 1 **^^* 

^^-r*^-<7)^ ( i ) cr,^^ism.T)v^)VJ\^^ v 

— ttWH ; ^ ^-;Wvl<AT 5 F . ^ ■f-A'T-fe NTS 
# U A - t - 7 b * i/ FWcDMMcoft&Tlz'tf 3 <! t 

aw ft . ^oMat^^Tfflv^ i t cres ftigMr 

;l^r/l^7>f Ft LTJi, ^Jitf^f-zkr^^^W K„ 
^)VTA*-!?A K, -f VrnbVkTM^tr-f Fl££# 
ffft<r fcj&*T*#ft 0 M?S. 0 °C JbHRJwM 

j&i'jSLTUft, 

[0108] R 1 ifi^mw^mh^m^co^ ( i ) <n 

5^ K^^ttit/K *fSt<til. 1 — 1. 5 
^WOKffll*! fc ft £ k ^'t' g= ft . 

[0109] *mkT)v*)v-\m.mz&^xi±, ^ 

^viO^^Jni-T, gtJMJE^LTR 2 -CftbSftftK 

[oiio]^. ^mmmzti^xmrnttzR^zti 

WC S R 2 T^^afta^'TSy*. hh'D^yl, 

)Vtf—)Vgm ; b Fn^f ylto^tlirt h^S/*. 

#T«fcRfifflBI*JI!fflH-4 ± 3 fc-fioaqrfOT* 

ft* 

[oiii] ja±fci*^fe*i< LTSBi^ixftMiBiS 
( I ) co^-^lX{i^cofg{± s **LgftR»IO^a, W 

[01 12] 

[fSBJJ^H] J3Lhfc»BHtfc*JffiB«o^ ( I ) X-mh 

§^ift 5-757^ v^+rv-jvmmfaxte^nmi. 
muz p 3 8 m a p^i—^mimRU^rnzm^ < 

TN F — a „ IL-1, IL-6MCOX-I If« 

- 1 nasus. i l - 6 mssm&. cox-i i Mi*^ 

[0113] ^BJcOjC ( I ) cr>tt&tysXl±%crMcr>P 
3 8MAP^ft-€ (P38MAPK) RiW^fflfi^ 

Xoi/Z Lxmm-t ft ; h afc* ft . 



[0114] ( i ) p 3 8map K^mmtmcomiz 

P 3 8 M A P K*g-SffiW*§ffi3 . b h#3$i*±g#* 

X'fo ft T H P - l JfflfioiM b V-/kfrB£-i£ffl LTfi 1 
-o^o -r^-^*>, THP-l$HflaSr-b;k^-f-tr^\'.y7 
T- ( 2 0 mM MJ ( p H 7 . 4 ) . 1 

mM ISAC? J* ^ ImM PMSF (7x-/l/ 

^f;U;l/^-/l7;l/^7^fK) , ImM ^7°A?i- 
>-A. ImM n^^:7°-?->\ lOmg/ml 7*7°n 

+~y) izmmvfzm. ^xm^mmmttz. 

10 0, OOOXgtl BftStiSfrfr L , ft^iift ± 

y"-;i*B«gait^ l m g/m l i:&ft «t -3 K-fc/t^ 

fflBf £ X- 8 0 iCT'^# L/£ . 

[0115] ^mwismi , t h p - 1 fflg&o-f >f h 
v'-;i#i ( l oo^gsai) fcWUffc^ft* l 5°c 
X 3 0 4MH-f V^f b 5 ^ U ^> H fc L 

T 3 H-SB202190 (92 5 GB q/mmo 1 , 
7VyjfAttl, 3?HI) £r 1 . llKBq^JdL. 15 

°cx3mr3Ki£$-ttfz„ 3mmm£-£i±, 20/xm«s 
b 2 o 3 5 8 o ^man Lxm&tfz. mmRim&mM 

lttt'J^yH*4MBW-6fcftt, ^^n-il-^M ( 1% 
0. l%f^h5yT-7 0 ) Srjdi^ 
1 5*^*?^t. »WMt ( 3 , OOOrpm, 1 
0^\ 4°C) Lfc. f#^nft±ffl4»«OJfe9tfiSffii. 

[0 116] ^r*3, ^^U^Kfc LTflJl^fc 3 H- 
SB202 190(t 4 - (4-7;L-^-t77i— )V) - 
2- (4-tKn4-y-3, 5->>'- 3 H-7x^) 
- 5 - ( 4 - b° y ) -f 5 yv*->uxfo 0 . 

ft^5j|£0>:teAfcjKJlI L/iSB203580il 4 - 
(4-7;Ptn7i-;i') -2- 

x ) - 5 - ( 4 - b y ; J>v ) W 5 ^f—)VXfo 

ft. 

[0117] *fMB^-ft^Hiwa®l6S*TiBfc^-. 

[0118] 



1L 



ICy (nM) 



mmM2 o.24i 

^tt^Jl8 0. 2 7 

mmm2 o 0.020 

HJt^j2 8 0. 4 4 

HSfiM5 8 7.0 5 

^tt^j6 1 8.1 

HSfi^J7 8 4. 7 

±IS^hi3 0. *^BJ!^lylE^ ( I ) 0Xfc^Rt!Ui*0> 

JS«> flfch.fcP3 8MAPKKf^-ffl»Stt^LTfe 

P 3 8MAP^t- bffiWf'Ji: LT S hi, ^-COffi 
OW¥L»ft^M-rft^JS. igP^Xii# 
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if) -rftit^s*. 

[0119] =fc$fcBJi£>fl;£«tt. mSfJt UTffl^i* 

ffl v ^ i t ^T'# £ . L#> L T , iMssmtzim L # & 

iEStt^an^t LTfi, «*tr, t-xm. -e^y, 

— X, ^/l/^y^f/Hr/l'D-XXIJfOS, 77h' 
rKUxf-l^yyUn-zK p-tHn^$Jl 
fl7/l'^^xxf^> S-TJ-yT, x^y— /K 7nt 
l/y/yn-;K 7-feyy. ^7 7^^, ^U-fe'J 
y, iS-ffc-^MJ^A, Eifflg^HJ^A, 'jyith'J 
>7A, ^xyK^^W^ftS, MMMlittz, tem^ 

[0120] Ba^tf'fctitt4*«B8W'ft-&ft<0#** 

JBIB0>*#fc:tt 0 . 1 — 50 fi*%OHJK"r\ * LT?S 

wmm^m^zit o . 05-10 M%^a«-c-&* l 

[0121] *»BH*>fl:^tf>S4-Mli, SittSh 

— JKtCti. lHSfcO, 0. 02-10mg/kg.ff 
JitCttO. l-2mg/kg}:t5uiK"H„ 

tttt^/cwc**. ±iea^-*« 1 0 1 mxiiist 

[0122] 

[0123] 1 

(a) 4-7Wo'syX7 , ;l/fb F^JfyAmM 
4-7/l/tn<yX7;l-ft K2 5 gii itXHISb Hn 
^y/17S>l 5. 4 gfcx^y— ;l^4 7m 1 fcit^JfC 
7j<l 3 7ml fcjnifc. f*$S2 5 — 3 O'Ctrr 5 0%* 

mi??- h u v^temm 2.8mi tarFtfea. m*. 

mi A. 3g (JR*: 8 7%) £*§afc. 
[012411*: 86. 6 — 8 8. 0°C ( n-^^Mf 

y-x— ftv) 

'H-NMR (CDClg) 5:8, 11 (s, 1H), 



7. 75 (s, 1H) , 7. 70 — 7. 40 (m, 2 
H) , 7. 23 — 6. 90 (m, 2H) 

Mass, m% e : 139 (M\ base) 

(b) N-b Vn^^-A-y)V^x3^y^£yA)V^ 

4 -7/l/to\yX7;lft Ft^yi. 1 9 . 4g^y 
^fM/l'ATS H 1 4 0 m 1 t^HL^f*. |*Fja£4 
0 iCjaTfcftt** 1 ^ . N-?uuili<gH$Kl 
8 . 9g^i* fciUifc . SilfcT 1 ■ 5 HHSi* Lfc 

wb£ti&c. **8Bre^*s^ Aetata, wsrm 
mzmzLfc. nbtifcmtt: n-^-9-y-x-^ 

i 0 SISAL, *ftSA^1Sgli"l;^2 3 . 4 1 g ( 9 

7%) 

[ 0 1 2 5 ] fflOS : 6 7 . 4 — 7 0. 1 °C ( n 
y-X— t-71-) 

1H-NMR(CDC1 3 ) 5:8. 08 (s, 1H), 
7. 87 (dd, J = 2. 2Hz, 6. 8Hz, 1 
H), 7. 81 (dd, J = 2. 2Hz, 6. 8Hz, 
1H), 7. 14 (dd, J = 2. 2Hz, 6. 8H 
z, 1H), 7. 04 (dd, J = 2. 2Hz, 6. 8 
Hz , 1 H ) 

Mass, m/e :175(M + + 2), 173 
(M + ) , 95 (base) 

(c) 5-7S7-3 - (4-7/W07 -4 

- ( 4 - b u yvi- ) >f v y— ;i^co-£-j£ 

i7ta^/-;12 0 0ml(;tiy7A2. 9 2g£?§ 
JSLfcflL 4-fyy';17tF-F'J;H 5g©fh7 
b F075y}M2 0 0ml JilTLt. OV>T\ *^ 
T <I*J?S5 — 1 0*C) , N-b KDJfy-4-7/^n 
^yb'y^/W^ys F-f/i ?nyF2 2. o 6 g^ 

3^9 J-MW&.2 0 0ml £r?WL*:f£, SiBfcrC2Bf 

IBWffLfc. RIGS»iK*«EEHT*L3t«, *SJn;i., IS 

ft*SAW«®fl^l3 1 . 8 6 g (JR2$ : 9 8%) frff 

[0126)1*: 1 9 2. 5—1 94. 5°C (Xf7 

'H-NMR (CDC1 3 ) 5:8. 55 (dd, J = 
1. 8Hz, 4. 4Hz, 2H), 7. 50 — 6. 90 
(m, 4H) , 7. 05 (dd, J=l. 8Hz, 4. 
4Hz, 2H) , 4. 83 (bs, 2H) 
I R (KBr) i^max: 3460, 1 644, 1 60 
6cm" 1 

Mass, m/ e:255 (M + , base) 

mmm 2 

3- (4-7W07i-/H -5-7xX/|/7tf;t/ 
7S7-4- (4-t"iJy;l/) 4 V*1fV— /K9£jS 
^ 5 ^-y"— /l- 1. 3 6gfciy'l, 8 - y"7fby/a 
[5.4. 0] 7yf*-7-xy (lilTDBUtBg- 
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-f) 3. 04 gJrrh7t Hn75y5 0m 1 CjIS 
U *^JfWT\ 7x=A-7*W n U F 3 . 0 9 g 
®fh5tKn75 >1§»E 10ml SrfgT LfcflL M?S 
tT3 0MffL!t. OUT, 5-7*7-3- (4- 
7Wn7x-;H -4- (4-try^/k) -fy^HfV 
—)V2. 55gfeJ;y'DBU3. 04gWfb5bPn 
7 5 V 2 0ml £JffiT L SilfcT 5 B^fiW 

wmztm. m*m*?r*i'*?j>.~ci£mt. -met 
mm * ®* Lfc . » & *ufc»« * S' u # ^ a ? n 

•?b/57^-3 50g (jlFffilffiK, 7on*;l/x\:^ 
?y-/^=4 0:1) (CTWMU iS-fe^H^MMi^ 
!*8j3. 0 6g (JR^: 8 2%) 
[0127] iaDS : 1 6 4 . 5—1 6 5. 5°C ( n — N 

1 H — NMR (CDC 1 3 ) 8:8. 48 (dd, J = 

1. 7Hz, 4. 5Hz, 2H), 7. 6 9 (b s , 1 
H) , 7. 50 — 6. 97 (m, 9H) , 6. 89 (d 
d, J = l. 7Hz, 4. 5Hz, 2H), 3. 75 

( s , 2H) 

IR(KBr) i^max: 1712, 1 630, 1 60 

2, 1 4 3 6 cm-i 

Mass, m/e :373 (M 1 ) , 91 (base) 

mm 3-6 

[0 128] 
[SI ] 



[0129] HMfM 7 

;wr$y-4- (4-tfijy^) v^-fv— /uo-s-jt 

5 -7-^=^7-^/^73 7-3- (4-7iWn7 
-4- (4-U'Jy/l/) -fyW-;17 1m 
g^x77-/L-3ml fcSWIU SiSJS#T. 1 N*K 
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(16) 12000-86657 (P20 0 O-80PA) 



i T3mmmL, *aw*0H*\ mm^yHi omit 

9:1) CttlU afef7)*OfIS^^j56mg 
mm : 10 0%) %ntz. it* : l 6 O . 0 — 16 
3. 0°C 

'H-NMR (CDC 1 3 ) 8:8. 87—8. 97 (b 
r, 1H), 8. 49 (dd, J=l. 6, 4. 5H 
z, 2H) , 7. 47 — 6. 94 (m, 6H) , 4. 3 
0(s, 2H), 1. 4 6—2. 29 (br, 1H) 
IR(KBr) unax: 3300, 1 704, 1 63 
8 c in" 1 

Mass, m/e : 313 (M*) ,2 5 5 (bas 
e ) 

mm s 

5- (3-*M^y^TDt"t_;i,73y) - 3- 
(4-7/Wn7i^) -4 - (4-b°y//b) -f V 

5- ( 3-xb^^;btf-;b7°nb°;t-;bT$y ) - 
3- (4-7^D7i-^) -4- (4-by^/b) 
y^-)fy-_;p5 8mgSra:^y-;H 5mli:fh5 

t h n ^ ^ v 5 m i commizmm l . siajKif t, i n 
*bhl-/- b u ly^mm o . 3 0 m 1 £ ?st , 2 

1 BSISIjfifFLfc. METMU *3 0 m 1 Hattc 
flL x-t-;H Om 1 -T-2 0£fc*fU INfilO. 3 0 
m 1 T^ft t?t <, ? na^;bA 3 0 m 1 T" 3 UlttttJ L , 

ynn;b/b^-yyy-/b^Bi£§ l IIU fi-fe^ 
*«SIM2 4mg 4 5%) %%tz» 

[0130] WM. : 1 72. 0—1 74. 0°C (^nn 
jtvbA-y yy— ;b) 

1 H — NMR (CD 3 OD) £ : 8. 4 9 (br, 2 
H) , 7. 84 — 7. 04 (m, 6H) , 2. 64 



(s, 4H) 

IR(KBr) i/max:3244, 1 696, 1 6 1 
0 c m" 1 

Mass, m/ e : 3 5 5 (M*) , 55 (base) 

mmm 9 

3- (4-7/Wn7x-;K -5- (4-^f;l7x 
-/bT-b-^bTSy ) -4- (4-t°'Ji/;b) -f ydfif 

4- ^f^7i-/lil26 5m gl 1,1' 

*y'Y— ;b2 86mgSrf l7t f*077>l 

0 m 1 [zmm L , SifiT' 1 B#^JS# Lfc . 5-7S7- 
3— (4-7/Wn7x-;l/) —4— (4— bys/b) 
^ ydf-tfy-;H 5 0 m gfc it/D B U 2 6 8mg<7}#E 
;Kfl7tH'P77y2ml ^^HIJ^JUX. , Si&T* 2 

2mmmnLtz, Kmrn^msmmv, m&z^v$y 

;l*7A^n7f/77^-80g (j§ft?g*£, yon 
*;bA : y yy-;b=4 0 : l ) fcTMWU flSlt^ 

1)1 1 8m g (J[5^5 2%) 
[0131] SIS : 191. 3—192. 0°C ( n-'s 

1 H-NMR(CDC1 3 ) a : 8. 49 (dd, J = 

1. 5Hz, 4. 6Hz, 2H), 7. 49 (bs, 1 
H), 7. 44-6. 9 6 (m, 8H), 6. 90 (d 
d, J=l. 5Hz, 4. 6Hz, 2H), 3. 71 

( s, 2H) , 2. 3 7 ( s, 3H) 

1 R (KB r ) jyma x : 3 2 3 6, 1 694, 1 63 

2, 1600, 1496cm" 1 

Mass, m/e : 387 (M + ) , 2 2 5, 105 (b 
a s e ) 

MffiM 10—4 6 

3. 4, 5, bteklflcoikS^ntZe 
[0 132] 
[IS2] 



(17) 32000-86657 (P20 0 0-87A) 
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[0135] 



[*5] 



(20) H2 000-86657 (P2 0 0 0-8~A) 











> »J 
\J R 

L ^° 


" ™ 








F 






R 




Mass (m/e) 


[R (KBr)vmax: 
cm' 1 


NMR (DMSO-d,) (pptn) 






1S0.3-1S23 


407(M > ),255,125 
(base) 


1728,1626,1600, 
1436 


11.07Cbs,lH) f S J 47(<ld,J^1.5Hz,4.4Hz 1 2H) j 7.55-7.12(m 1 8H),7.06 
(dd,J= 1.5Hz > 4.4Hz.2H) 1 3.71(s 1 2H) 


%ifcm 35 




234.7-236.0 


443(M*+2),441( 

M'),255,l86,159( 

base) 


1712,1604,1554, 
1439 


JL20(bs,lH>,8.53(dd t J=1.5Hz,4.6Hz,2H) > 7.55-7^2(in l 7H) F 7.l6 
(d(U=1.5Hz,4.5Hz l 2H) l 4.05(s,2H) 


as 




217.7-218.7 


41«(M , ) > 225(bas 
e),136 


17 16,1 635, 160=1, 
1518,1438,1346 


1 1 . 15(bs, 1 1^,8.49(^,1= 1 .5Hz,4 .4Hz,2H),S.l 9(cU=5.6Hz,2H), 
7-65-7.l6(m,4H) 1 7.53(d,J=8.6Hz p 2H),7.09(dd 1 J^1.5Hz 1 4.4Hz, 
2H),3,S8 fs,2H> 



[0136] [H6] 

m 6 









N^ 7 


*>1 H P 
If N- R 

N 






R 




Maxs m/e 


IR (KEr)vmax: 
cm" 1 


NMR (CDCy (ppm) 


37 




207.1-210.0 


446(M + ),91(base) 


3160,3024,1680, 
1600,1534 


S.54(br d K J=5.9Hz,2H),7.46-6.97(m,7H),7,l l(dd,J= 1.5Hz,J=6.2 
Hx,2H} 1 6.06(m.lH) 3 5.12(s ! 2H) ( 3.97(iii 3 2H} 






183.5-184.1 


460(M*),91(base) 


3212.1678,1534 


8.47(dd H J=L5Hz,4.6Hz,2H),7.46-6.95(m ) llH) 1 5,92|;brd 1 
J^7.7H Zj 1H),5. 1 0( 5 ,2H),4.34(m 1 1 H),L43(d,J^7.3Hz,3H) 


39 




17L4- 174.6 


3Bl(M-OBzl*), 
91(basc) 


3288,2972,1686, 
1636,1516 


9.56(br s,lH),8.50(dd,J=l .5Hz 1 Js4.4Hz,2H),7.43-6.93(m,9H), 
7.03(dd,J=l .SHx,J^4.4Hz,2H),5.6 l(br d,J=8.6Hz, IH),5- I0(s, . 
2Hl,4.22fm,lH),2.19(m,lH) : 0.96{iti t 6H) 


^te^J 40 




69.9-71.9 


502(M T },9l(basi;) 


3212,2960,1720, 
1630,1504,1434 


9.37(br s,tH) > 8.47(ddJ=1.5Hz 1 J=4.4Hz,2H),7.45-7.26(in,9H), 
7.0D(m.2H].5.4l<br d,J=7.9H^lH) 1 5.11<s J 2H) > 4.28[itt,lH},L81- 
1.25(m,3Hyh90ftn f 6H) 


3?*«J 41 




68,3-71.2 


351(M-Z»), 
91 (base) 


3204,2960.1688, 
1636,1512,1418 


8.51{«UH}.X47-6.92<m,llH) 1 5.15(s,2H),4,45(m, lH),3.46(m 1 
2H),2.04-M7(m,4H) 






185.3-187.8 


429(M-OBri*), 
91 (base) 


3292,3236,1688, 
1600,1526,1434 


S.46CddJ=1.5Hz,4.4Hz J 2H),7,47-7.05(irul4H), 7.00(dd, 
J=lJHz,4,4Hz 1 2H),6.Ql{br d,J=7.9Hz; t lH),5.07<s t 2H), 4.49 
(m, 1H),3 ,06(dd,J=2.8Hz,2.6Hz,3H) 



[0137] 



[^7] 



(21) 32000-86657 (P20 00-8il 



m 7 



F 


H R 

P 

. 




R 




Mass m/e 


IR (KBr) -.' mix: 
cm 1 


NMR (CDCI,) (ppna) 


mm 43 




166.9-168.4 


353(M-0'Bii*) : 
57(base) 


3344,2980,1680, 
1642,1598,1508 


9.45(br a,lH) f B.58(dd 1 J= i.5Hz ) J=4.4Hz J 2H) I 7.46-6.94(m ( 4H) 1 
7.11(dd t J=l.SHz,J-4.4Hz 1 2H),5.05(br d,J=7.0H24H),4 29(1. 
J=7.aHz,lH),1.29fd,J=6.9Hz,3Hyi.27fs,9H) 


HS£«iJ 44 




155.1-157.3 


SSlfM-Q'BiO, 
57(ba$E) 


3340,3268,2976, 
1680,1506 


9.18(brs I lH),8.57Cdd 1 J=1.5Hz ( J=4.4Hz,2H),7.46.6.94(in r 6H) ) 
5.D4(br d f J=8.1Hz4H),4.04tm,lH),2.17(m,lH),1.44(s ( 9H), 
0.99fm,6H) 


l&feffj 45 




86.1-8S.8 


452(M + ),57(baSe) 


3212,2950,1686, 
1638,1522 


8.59(d<U= L5Hz t J=4.4Hz,2H),7.47-6.94(m I 4H), 7.11 
(dd,J= 1 .5HiJ=4.4Hz,2H) > 4.45(d,J=5. 1 Hz, IHp^rrC^H), 
2.04-1 .26fm,4HU>43(s,9tT| 






163.8-165.1 


443(M-0'Bu + ) > 
57(base) 


3064,2980,1686, 
1518 


9. 1 4(br s,l H),8.5 1 (nu2H),7.46-6.95{m, 1 lH),4.S2(m,l H), 
3.20(^2^2/73(5,311), 1.39(5,911) 



[oi38] mmm 4 7 

5- (L-77-;l7i7) -3- (4-7/^n7i 
) - 4 - ( 4 - 1° >J =J)V ) A V ^V~)V t&Wit& 

5 — ( N ' -*;^-t-7'h^y-L-77-;l-7i 
J) -3- (4-7/^07i-;H - 4- (4-f'J 

SMO y^f-^y-^Sr^x^/n 0 m 1 td§g?u 

1 5 %i^7fcfSy 9 J — /I4§V$£ 6 m 1 4 fcti, 3 NtS 
^**-^ d f-t>^Sl 0 m 1 SrJPX, Sfltt- & 

S«Hfr£*4 2mg (JR*5 9%) 
[0139] : 174. 5—177. 6°C 

g 8 



**S;{P] 4S lT^JTu 190.5-195.6 

49 l^-y-a])^ 16S.4-169.3 

50 NVf^-b7i 178.6-181.9 
I ^7?^v 

[0141] HSfe^J 5 1 

3- (4-7MD7x-/H - 5 -^ V7"f'J;175 

y - 4 - (4-eijy» -f y ^r-tf y 

5-7S7-3- (4-7/^071-/1/) -4- (4 
- tf >J ^ ) A V*W—IV 2 5 5 m g £ ? OD*M 

2 0mi t^fg l . Tmmn t, >r y y> u /py a u h 

330rag{;iyxf/17iyO. 4 4 m 1 £SU;?.£: 



1 H-NMR(CD 3 OD) J:8. 74 (d, J = 5. 
7Hz, 2H) , 7. 86 (d, J = 6. 6Hz, 2 
H), 7. 5 6 — 7. 11 (m, 4H), 4. 22 
(q, J = 7. 3Hz, 1H) , 1. 68 (d, J = 
7. OHz, 3H) 

IR(KBr) i/max: 3600-2700, 1 72 
4, 1630, 1520, 1434cm 1 
Mass, m/e : 3 2 6 (M + ) 
HJfi^j4 8—5 0 

[0140] 
[IS8] 



^tCTy y y — )V 1 0 m 1 tC^I? L 2 N/KBt-ft^ h U <7 
-MciS^l m 1 & JPi 3 OflffiWfFLfc. «JEET?8*iE£ 
S*U »fe*Ut«8!E^*l Om 1 ^WL2NtSBST- 




Mass m/e 



354(M + ) 



352(M t ) 



4I6(M + ) 



m (KBr) v max: 



360C-2500.172O, 
1634,1426 



3600-2600,1722, 
1626J528.1434 



3660-2500,1716, 
1608,1516,1430 



NMR (CD,OD) (ppm) 



8.75(<i,J=6.4Hz 1 2H) ] 7.83Cd,J=6.2Hz 1 2H],7.56-Xl0(m,2H) h 
4 < Q6qT^2.4Hz, 1^,2.40(^1^,1, 1 1 fm.SH) 



s^fd^^s.sHz^^.socd^e-eHz^^^.ss^.iic^H), 

4.1 4fqJ=7.0Hz, lH),3.45CTn < 2tn.2.24-2,0lfm/IH) 



8.71(^=5.1 Hz,2H),7.67(d,J=5.3Hz ) 2H),7.54-7.11(m,9H), 
4.14(m,lH),3.31(m.3H),2.71{br s,2H) 



(22) 32000-86657 (P2 0 0 0-8xA) 



o:i) itzxmmt. ^m^mmit^2 5 omg 

(jR3ffi : 7 7%) 

[0142] IbS : 2 1 3 . 5 — 2 15. 8°C ( n 

1 H — NMR (CDC 1 3 ) & : 8. 5 7 (dd, J = 
1. 8Hz, 4. 6Hz, 2H) , 7. 76 (bs, 1 

H) . 7. 4 7 — 6. 95 (in, 6H) , 2. 61 
(m, 1H), 1. 22 (d, J = 7. OHz, 6H) 



IR(KBr) i>max: 1 692, 1634, 159 
6, 14 3 6cm 1 

Mass, m/e :325(M + ),255(bas 
e) 

mm 52-6 2 

[0143] 
[*S9] 
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(23) 32 0 0 0 
[3S1 0] 



-86657 (P2000-8'A) 
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[0145] mmm e 3 

5 -^^/M-^f /ws y- 3 - (4-7/t/ 
^n7i-;W - 4 - ( 4 - f u ^) >f y ^r-tf v'-;u- 
»^ 

5-7S/-3- (4-7;K07x-/H -4- (4 

-try >f yjffy'-;i/ 1 o Omgisit/h ijxf 

/L-rSyi 1 9mg N DBU1 7 9mg«?DR*/l/A 
10ml ^^^^^V^r t? 'J F200mg, 



i>> ^-/U-T 5 J h° U ^> 1 0 m g £ JDX. , MiSf 3 B#ia 

n^WA : ^^-y-;tx=5 0 : 1 ) tTWMt. 
*OiI^6 3mg (t[W: 4 1%) 
[0146] MA : 183. 5—184. 1°C 
1 H — NMR (CDC 1 3 ) $ : 8. 50 (m, 2H) , 
7. 45 — 6. 96 (m, 9H), 5. 11 (s, 2 



(24) 92000-86657 ( P 2 0 0 0 - 87chSi 



H ) 

I R ( KB r ) ^max : 1 74 6 , 1 630, 1 60 
2 c nr 1 

Mass, m/ e : 389 (M + ) , 91 (base) 

mm\ 6 4 

5-xh^y^^7S7-3- {A-y)V^uy 

-A - (4-h°iJy;l/) -fy^fVW^M 
5-7S7-3- (4-^I/*0^x— -4- (4 
-tys/AO ^/^fV-;H 50mgfiJ;lf>yxf 
;^7Syi78mg, DBU268mgm^y-M 

^^oo^Ill 0m i^nnJfl7x-;l/2 

Jy ) J*^*7A?nvh/77^4 0g (jsaiai 
;oo*w : ^y-;^=i oo: l) tcT»K 

Ls aM*«t^ftl0 6mg (JRJ(B: 5 5%) 

[0147] HWS : 172. 1 — 172. 6°C 

iH-NMR (CDC1 3 ) ^ :8. 58 (dd, J = 
1. 54Hz, J=4. 4Hz, 2H) p 7. 4 7 — 
6. 95(m, 6H),4. 14 (q, J = 7. OH 
z, 2H) , 1. 22 (t, J = 7. 0 Hz, 3H) 
I R (KB r ) i^max : 2 988, 1 742, 1 63 
8, 1606, 1520, 1442cm 1 
Mass, rn/e : 327 ( M + ) 

mmm e 5 

5- ( n-yh^yw« 7i^rsy ) -3- (4-^ 

m 1 



;^n^^—;P) -4- (4-b°U^) ^V3^/- 

5-7S7-3- (4-7/Wn7x-/l/) -4- (4 
-b°'J^) >fVWWl/15 0mg, hyxf;l/7 
SVl 78mg^i^n-77/-/l/l 3 lmg^fF 
7tFn77y(:WL, ?nn«7x-;l/2 7 6m 
g£flH;t. 104MK¥Lfc«, DBU268mg, S^X 

7^nvb/77^40g (JgtfJ?8*iE, ^nn*^ 
i> : J-)V= 10 0: 1 ) fcrCflfiKU 
WHffr&ftl 0 3mg (JR*: 4 9%) 
[0 148] It* : 1 34. 0—1 3 6. 7°C 
1 H-NMR(CDC1 3 ) 5- : 8. 61 (dd, J = 
1. 5Hz, J = 4. 4Hz, 2H) , 7. 48 — 6. 
96 (m, 4H), 7. 14 (dd, J=l. 5Hz, 
J = 4. 4Hz, 2H), 4. 14 (t, J = 6. 6H 
z, 2H), 1. 6 8—1. 14 (m, 4H), 0. 9 
2 (t, J = 5. 7Hz, 3H) 

IR(KBr) vmax:307 6, 2964, 174 

0, 1640, 1606, 144 2c m" 1 

Mass, m/ e:355 (M + ), 57 (base) 

mmm 6 6-6 9 

[0149] 
[HI 1] 



F ^ 




R 




Mass m/e 


IR (KBr)vmax: 
cm' 1 


NMR (CDC1,) (ppm) 


HZ£#J 66 




165.2-1663 


403{M + ) > 105(bas 
«) 


3076,2820,1738, 
1642,1524,1440 


3.51(d,J=5.9Hz,2H),7.69(br s,lH).7.47-6.9<5(ro*nH), 
4.36(M^6-8Hz^H>,2.92(tJ=6.SHz,2H) 


3£tt0J 67 




153.6- 156 J 


312 t 282(M- 
NHBO 


3348,2956,1750, 
1676,1606,1525 


8.58(m,2H),7.8»Cbi s,lH),7.47-6.96(m.6H) t 6.26(br s,lH>, 
3.32(m.2H), 1 .74-1.26^m 1 4H').0.95(m t 3H^ 


H^tTJ 68 




136.0-139.0 


282 [M- 


3836,2936,1752, 
1642,1442 


&61(d>J=5.9Hs,2H),7.47-6.95(in,4H), 7.13(dd. J=l.BHz, 
JM,4Hz,2H), 6.17(m,lH),3.35(m t lH) P ZO8-1.16(m,l0H) 


mm®} 69 


T—VJ 


190. 1-1925 


374CM + ),93(base) 


1735,1599,1547, 
1442 


8,5 1 (dd,J= 1 .7Hz,4.5Hz^H),7.4^-6,96(m, L3H) 



[0150] mmm i o 

3- (4-7M07x-;H -5- [N-^^-N 
- ( 2-7x^;l/7at'^/l/) T$y] -4- (4- 
b° y i^Vk) >f y^y— itA'3 - ( 4 - 71^07 

1-^) -5 - ( N-^f /l'-N-7x-;l'nf *7 

5 J ) - 4 - ( 4 - 1? U ^ ) 4 V -9- V-zUO^fig 

6 0 %7K#-fL-^ N'J'7A4 8mgc0y^ T 5 
FIiSiS5mlt. 3- (4-7/W07i-/H -5 
-7x^T-feWS7-4- (4-tfU^) Wy 



lfcaTFLfcft, S»fc:T30iH«#Lfc. owe, id 
^ ^ 17 0mg(?)y^ f;l/*^Ar 5 H^M 2 m 1 

30 g (JgffliiHl, n-Mfy-SlXf/Hl : 
l) fcrr»«U Jg-fMifehLT. 3- (4-y;^ 
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H7x-/H -5- [N-^-f/^-N- (2-7x — /l^ 

7nt°^^/i/) rsy] -4- -f y^f 

fy'^8 0mg (ISfeJftKft, *K^: 2 9%) , 
JSiiiSrfcLT. 3- (4-7WP7o:-;H - 5- 
(N-^f;l/-N-7x^nWS7) -4- 

ft, JR*: 2 3%) £»>t. 

[0151] m-mmm 

1 H — NMR (CDC1 3 ) 5" : 8. 42 (dd, J = 
1. 5Hz, 4. 4Hz, 2H) , 7. 50 — 6. 93 
( m , 9 H ) , 6. 50 (dd, J = 1 . 5 H z , 4. 
4Hz, 2H), 3. 93 ( q, J = 6 . 8Hz, 1 
H), 3. 05 (s, 3H) , 1. 45 (d, J = 6. 
8Hz, 3H) 

IR(KBr) i^max: 1 690, 1630cm" 1 
Mass, m/ e : 401 (M + ) , 105 (bas 
e) 

iH-NMR (CDCI3) ^ :8. 50 (dd, J = 
1. 8Hz, 4. 4Hz, 2H), 7. 50 — 6. 93 

(m, 9H), 6. 69 (dd, J = 1 . 8Hz, 4. 
4Hz, 2H) , 3. 72 ( s, 1H) , 3. 11 

(s, 3H) 

IR(NaCl) ^max: 1 690, 1630cm 1 
Mass, rn/e : 387 (M + ) , 91 (base) 

mmm 1 1 

3- (4-7^n7i^) -5 - (3-7x^7° 
oK7l/7$y) - 4- (4-bTU^) 

1. OMBH3-T h7tpn77> / lllm 1 Jfb 
7hFo77yi OmltJUi. *#fllfPT\ 3- (4 
-7/^07 x-;l ) -5 - (3-7x^7ob°t- 
^75 7) -4- (4-t»Ji/» ^fVWWl/13 
1. Omg£Jn£fcflL MjaKrF3 0dM»Ptfco R 
Jt3B«[*«iBi£RLfe«. 2Nig®2m 1 JriTL, « 

tXpUlObL. ?on*/^CTft*Lt 6 til 

-20g (JgffiiitiSE, ?nn*/^-?nn*/^:^ 
^y_^= 4 0:1) fcrC»«U Wm^tSS^MMit 
^12 9. 7mg (JR^p: 2 4%) 
[ 0 1 5 2 ] BbS : 1 4 7 . 1 — 14 9. 3*C 
1 H-NMR(CDC1 3 ) ^ : 8. 32 (d, J = 6. 
6Hz, 2H) , 7. 43 — 6. 99 (m, 9H) , 
6. 90 (d, J = 6. 6Hz, 2H) , 4. 94 (b 
t, J = 5. 1Hz, 1H) , 3. 66 — 3. 44 
(m, 2H) , 2. 77 (t, J = 7. 0Hz, 2 
H) , 2. 2 2— 1 . 99 (m, 2H) 
IR(Kbr) t^max: 1 634, 1604, 152 



8, 1168cm" 1 

Mass, m/ e : 373 (M + ) , 91 (base) 

mmm 72 

5-xf;l/7Sy-3- (4-7/^n7x-/l/) -4 

- (4-b°y^) ^fy^tyw^M 

1. 0MBH 3 -fF7tFn77yIl2. lmlS 
Tf7tK077y2 Om l^JPX.. ifcffifllfFT. 5~ 
7tWSy-3- (4-7;KD7x^/l/) -4- 

(4-tru s^) 4 y^tywi/3 0 1 . lmg^jpi 
MWi8rr3 0 4M»FLfco BUEm&*mmfcm 

Lfdk, 2NaB7m 1 tSTFU JfiffiT**SEte*t 
to 4N*K'fttb , J ^*SfaitJllIiTpH 1 Ob 

^My'J*yM7A?ovb/77^4 5g (jSffi 

0:1) ttilL, MMb h H OSM^1 24. 
6mg (JR* : 4 3%) 

[0 15 3] 1 5 5. 4—1 5 7. 7°C 

1 H-NMR(CDC1 3 ) 5* : 8. 51 (dd, J = 
1. 6Hz,4. 5Hz, 2H), 7.49 — 6. 95 

(m, 6H), 4. 88 (bt, J = 5. 7Hz, 1 
H) , 3. 66 — 3. 3 5 (m, 2H) ,1.31 

(t, J = 7. 1Hz, 3H) 

IR (Kbr) z> m a x : 1624, 1 600, 1 5 1 

4, 1438, 1 230cm" 1 

Mass, m/ e:283 (M + ) , 63 (base) 

mmm 73 

5-<yy/l/7Sy-3- (4-7/^07x- )V) - 

4- (4-t°yy» >f y^ywuoi^jS; 

**^M»^A84. 5mg^f r^b Fn77> 2 
Om 1 fc«BBU *JfrflHfT\ 5-7Sy-3-(4- 

7Wn7x-ii/) -4- (4-b°y^) >fyw 

-^5 3 0. 6mg£Ju£T4 OiHJtfFLfc. OWt^ 
y^/n7>( H43 1. 4mg*jjrFLfc«. »fifc 

^n7b/?7^45g ?nn» 
A ) fcrt »» t . ataSft^)*!!^^* 10 2. 0 m g 

(IK* : 1 4%) 

[0154] BUS : 1 54. 3—1 56. 8°C 
1 H — NMR (CDC1 3 ) ^:8. 49 (d, J = 5. 
9Hz, 2H) , 7. 4 9 — 6. 9 6 (m, 1 1H) , 

5. 185 (bt, J = 5. 9Hz, 1H), 4. 62 
(d, J = 8. 35Hz, 2H) 

IR(Kbr) ^max: 1 6 1 2, 1 6 0 0, 1 5 1 
0, 1442, 1 222cm" 1 

Mass, m/ e : 34 5 (M + ) , 91 (base) 

mmm 7 a 
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3- (4-7;i/tn7x-;l/) -5-7x^f/l/7iy 
-4- (4-b°U^) >f y^f^/-;^^ 

**ffc^HJ^ ( 6 0% i n oil) 96mgOi 
f7WvW» 7SK (DMF) 5ml coSKBJgJRt 

*?£~f\ 5-rsy-3- (4-7^*o7x— - 

4- (4-b°yy^) ^/W-;^6 0 OmgODM 
FJBffi2 0m 1 SrjDx 1 04MlfFLfco OW£\ 2-y* 
x^WnV-^FO. 6 6mlc?)DMFlll0ml 

20mlt h>jxf/|/7Syiml £Bn£ffif*L?t <> § 
^A«l, «JEETJWIEt«*Lfco »&*ufc»aE* 

5mg (JR*: 2 3%) 

[0 15 5] HWS : 1 48. 3 — 151. 2°C (tlx 
^P-^^fy) 

1 H-NMR (CDC 1 3 ) (5" : 8. 45 (dd, J = 
2. 9Hz, 6. 2Hz, 2H), 7. 52 — 6. 95 
(m, 9H) , 6. 87 (dd, J = 2. 4Hz, 6. 
2Hz, 2H)4. 90 (t-1 ike, 1H), 3. 
71 (q, J = 6. 8Hz, 6. 4Hz, 2H) , 2. 
98 ( t, J = 6. 8Hz, 2H) 

IR(KBr) i^max: 1624, 1 602, 1 44 
6, 1 2 24 cm" 1 

M ass, m/ e:359 (M + ), 239 (bas 
e ) 

mmm 1 5 

5- (4-7S77x^7W7S7) - 3- (4 
-7WD7j;-;W -4- (4-tfU^) A V^fif 

y-zt^^js 

5- ( t -7' b ^ y *;t/^7 S 7 7 x ^7t N 
y7S7) -3- U-^M-n^x— -4- (4 
-b°U^) >fVW-;l/l 00mgJ4mlOXf 

/kT/lyn-zw^ifcU ^T2m 1 c^SNEflsk*- 

5 5%) frftfc. 

[0 15 6] IbS : 1 98. 5 — 2 06 . 8°C ( n-^x 

1 H-NMR(CDCl 3 )a':8. 52 (dd, J = 
1. 8Hz, 4. 4Hz, 2H) , 7. 46 (bs, 1 
H), 7. 40 (t, J = 8. GHz, 2H), 7. 3 
7 (dd, J = 8. 6Hz, 5. 3Hz, 2H) , 7. 

02 ( d, J =8. 6Hz, 2H) , 6. 90 (dd, 



J = 1 . 8Hz, 4. 4Hz, 2H), 6. 67 (d, 
J = 8. 6Hz, 2H) , 3. 76 (bs, 2H), 

3. 62 ( s, 2H) 

IR(KBr) i^max: 1712, 1 6 3 2, 1 60 

4, 1510, 1224cm 1 

Mass, m/e :388(M + ),255, 133, 1 

0 6 (base) 

mmm 7 6 

3- (4-7/Wn7x^/l/) -5- (4-tFn^y 
7xx;l/7tf;l/7S7) -4- -f V 

5- ( 4 - T-b F^y7xX/t/7W7S7 ) -3- 

(4-7Wn7x-;H -4- (4-eys^/io -fy 

W-^6 3mg^3 0 m 1 CO * J - MzmML , 

1 m 1 C7) 2 N*»ft^ b U ^A*JaF»t JDiT . SSfrC 
1 5B#|BHM¥Lfc. RJ^£MJBft«flL 2NSlt« 

-25g (JSEBiffiffi, ?nn*U:^^y-/H3 

0:1) -CMJKU *MMfc£»4 Smgiftft. 
[0 1 5 7] BUS: 22 1. 6 — 2 34. 7°C 
!H-NMR(DMSO-d 6 ) 5 : 10. 91 (bs, 
1H), 9. 27 (s, 1H), 8. 45 (dd, J = 

1. 8Hz, 4. 6 H z , 2H), 7. 5-7. 1 
(m, 4H) , 7. 04 (d, J=8. 6Hz, 2 

H), 7. 02 (dd, J= 1 . 8Hz, 4. 6Hz, 
2H) , 6. 69 (d, J = 8. 6Hz, 2H) , 3. 
5 2 ( s , 2H) 

IR(KBr) ^max: 1 700, 1 680, 1 62 
8 , 16 14, 1512cm 1 

Mas s, m/e :389(M+),372,255, 1 
34, 107 (base) 

mmm 77 

3- (4- 37/loto:7 j:— )V) ~A~ 

- 5 -^M y/fy/^s/^f y^yw^o^js 
3- (4-7/wo7x^) - 5--f y/f y;^7S 

y-4- (4-K>Jy» ^fV^tyWl/l 6 2mgi; 

2, 4-t'X (4-y h^y7x-II/) - 1 , 3-^ 
T-2, 4-y*X7x^y-2, A-i?X)V7 4 Y2 
20mgh^ b;t/xy l o m 1 1 0 Obtain 

0g (?§m*§M, ?uu*/IyA : y^7w^5 0 : 
1 ) ttftlL, ^»fefe H H H ^S®^^l 2 7m g 
(JB»: 7 4%) fc»3fc. 

[0 1 5 8] Kb£: 1 7 7. 6—1 7 9. 6°C (n-^x 

^rfy-llxf/n 

1 H NMR(CDCl 3 )a-:8. 92 (bs, 1 
H), 8. 56 (dd, J= 1 . 5Hz, 4. 4Hz, 
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2H) , 7. 52 — 6. 98 (m, 4H) , 7. 10 
(dd, J=l. 5Hz, 4. 4Hz, 2H) , 3. 0 
6 (m, 1H) , 1. 31 (d, J = 6. 8Hz, 6 
H) 

I R ( KB r ) ^max : 1 6 3 2 , 1 606, 1 43 
6cm 1 

Mass, m/e :341 (M + ) , 220 (bas 
e) 

mm\ 7 8 

wsy-4- (4-e»j^) ^fy^/^^ 

[0 1 5 9] WM ■ 1 5 1 . 6—154. 5°C(n-^ 

iH-NMR (CDC1 3 ) 8:8. 46 (dd, J = 
1. 5Hz, 4. 4Hz, 2H) , 7. 45 — 6. 92 
(m, 9H) , 6. 84 (dd, J = l . 3Hz, 4. 
6Hz, 2H) , 4. 26 ( s, 2H) 
I R ( KB r ) v max : 1 64 2 , 1 600, 14 1 

0 c in 1 

Mass, m/ e : 3 8 9 ( M + ) , 268 (bas 
e) 

mm 7 9 

3- )V) - 5 -y 

;l^T 5 J - 4 - ( 4 - b° U ) >f y^ffV^M 
T/^V^MiST, 60%NaH31mg^f h7t 
P077y5mH:iiSL. 5-757-3- (4-7 
)V) -4- (4 -til -fv^y— 
;H 5 Omg^f b7t Fo77ySl5m 1 £5STL 

1 14mg^iTU S^T6B#raJl*fL^, ^JCBJK 

^y~/^= 10 0:1) fcrOMBU Sfet&^coSH-ft 
^I3mg (JR* : 1 . 3%) £»fc 0 

[0160] ffl[j£ : 153. 1 — 155. 7°C 
1 H-NMR(CDC1 3 ) 5:8. 69 (d, J = 3. 
5Hz, 2H), 8. 1 0 (m, 2H), 7. 60 

(d, J = 7- 5Hz, 2H) , 7. 50 — 6. 98 

(m, 7H) 

IR(KBr) ^max: 1 642, 1 5 1 8, 1 42 
8, 1 3 68, 1 1 5 4 cm 1 
Ma s s , m/e : 3 9 5 ( M + ) 

mm so 

3- ( 4-7/Wo7x^) -5 - (p-Wt^XXX 
/^-/l/7i7) -4- (4-b°Ui7>^) >fy^y— 



[0161] BUS : 165. 2—168. 0 °C 
1 H-NMR(CDCl 3 )a-:8. 73 (dd, J = 

1. 5Hz, J = 4. 4Hz, 2H) , 8. 04 (d, 
J = 8. 6Hz, 2H) , 7. 6 5 — 6. 98 (m, 9 
H) , 2. 39 (s, 3H) 

IR (KBr) i^max: 3080, 1 640, 1 5 1 

2, 1424, 1370, 1154cm" 1 
Mass, m/ e :409 (M + ) , 91 (base) 

mm s 1 

(a) 3-^nn^yX7/t/ft K^^aco-^jK 

^ffi^JlO (a) Ig^t«Jffl\ BlWfc^ft 

[0162] 1 H-NMR(CDC1 3 )5:8. 09 
( s , 1 H ) , 7 . 6 0 — 7 . 2 5 (m, 5H) 
Mass, m/ e: 155 (M + , base) 

(b) N-bFn^y-3-^nu^y^W^y 

mmm <t>) aa^^ftr 

[0163] 1 H-NMR(CDC1 3 )5:7. 92 
(s, 1H) 7. 87 — 7. 61 (m, 2H), 7. 4 
9 — 7. 2 3 (m, 2H) 

Mass, m/ e:189(M + ), 111 (bas 
e) 

(c) 5-7S7-3 - (3-?OU7x^) -4- 

( 4 - b° y ^ ) A y 3^y 

mm\<n ( c ) ig^i^iMfit\ wmc&m 

[0164] 1 H-NMR(CDC1 3 ) 5:8. 54 
(dd, J = l. 5, 4. 4Hz, 2H), 7. 52 — 
7. 19 (m, 4H) , 7. 05 (dd, J = l . 5, 
4. 4Hz, 2H), 4. 94 (brs, 2H) 
Mass, m/e : 271 (M + ) ,63 (base) 

mmm 8 2 

3- (3-?007x-;H -5-7x-;l/7W7 

S7-4- (4-by^) >fy^fy/^M 

[0165] It* : 1 5 0 . 5—1 5 2. 0°C 
1 H-NMR(CDC1 3 ) 5:8. 49 (dd, J = 
1 . 6, 4. 5Hz, 2H) ,7. 6 5 (brs, 1 
H) , 7. 4 7 — 7. 0 8 (m, 9H),6.90(d 
d, J= 1 . 6, 4. 5Hz, 2H), 3. 76 (s, 
2H) 

IR(KBr) ^max: 1 7 1 2, 1 638cm" 1 
Mass, m/ e : 389 (M + ) ,91 (base) 

mmm 8 3 

3-7x^-5-7x^/I/7W7Sy-4- (4 

- b U ) -f y ^f^y 

saw* 2 t mm^m^m\ mms 7%x*mm^m 
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[0 16 6] 1US : 184. 2—186. 4°C ( n 

1 H — NMR (CDC 1 3 ) a : 8. 46 (dd, J = 
1. 5Hz, 4. 6Hz, 2H) , 7. 61 (b s , 1 

H ) , 7. 50-7. 10 (m, 10H), 6. 89 
(dd, J=l. 5Hz, 4. 6Hz, 2H), 3. 7 



6 ( s , 2 H) 

IR(KBr) i^max: 1 7 2 6, 1 6 3 0, 1 60 
2, 1432, 1 1 2 0c m-i 

Mass, m/e : 3 5 5 (M + ) , 237, 118,9 
1 (base) 
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A 6 1 K 31/44 



ABN 
AC D 
AC J 
AC V 
ADA 
AD P 
ADU 
AD Y 
AD Z 
AED 
AG Z 



F I 

A 6 1 K 31/44 



ABN 
AC D 
AC J 
ACV 
ADA 
AD P 
ADU 
AD Y 
ADZ 
AED 
AGZ 



n^jwmim^^mm^m&i -20- 1 

(72) f&HJ^ 

WSJIIMJII WgfuK/h£ 2 -20-14- 
301 

(72) tm mm 

W^JlimJH^^i*K 7 ffS^2 -13-36* 
HIM 

(72) *5i 

wsinmin^m*SK_b/hBa* 5 -14- 6 

-26 

(72) ±m mm 

n^)\\m)\\mi*mmT'm* 1 -22-12 

-301 

(72) mm mm sea 

n^)\\m)\m^tpwM±'mtp 5 -14- 6 

-28 

(72)f£BJHf fell 

WSil|»iH^^JSKT/hE^ 1 -22-12 
-312 



(72) ^mm mm m 

w^;iimjn«nfj*sKT/hBa*i -22-12 

-412 

(72)^0^ ±# a 

W^JllMJTO^JICKT/hE* 1 -22-12 
-207 

(72)^0^ /hff at* 

W^Jlimjf[^TfTrtit[X^458- 2 

(72)%0j# a 

w^inm;f[ w^Kit^H 5 -10- 2 

n^)\\m)\\m^mm 7 wm*%2 -b-36* 

F^-A(##) 4C063 AA01 M03 BB01 BB09 CC51 

DD04 DD12 EE01 

4C086 AA01 M02 AA03 BC67 GA08 

GA09 MA01 MA04 NA14 ZA02 

ZA36 ZA59 ZA66 ZA81 ZA89 

ZB07 ZB11 ZB15 ZB26 ZB35 

ZC20 ZC35 ZC54 ZC55 



